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(57) Abstract: A medicinal composition comprising as the active in- 
gredient an amide derivative represented by formula [1] or a pharmaco- 
logically acceptable salt thereof, (wherein R 1 and R 2 are the same or dif- 
ferent and each represents hydrogen, optionally substituted alkyl, acyl, 
optionally substituted aryl, or an optionally substituted aromatic hetero- 
cyclic group; R 3 , R 4 , R 5 , and R 6 are the same or different and each rep- 
resents hydrogen, halogeno, hydroxy, optionally substituted amino, op- 
tionally substituted alkyl, alkoxy, nitro, etc. ; and R 7 represents option- 
ally substituted cyclic amino or optionally substituted azabicycloalky- 
lamino). The medicinal composition is useful as a nephritis remedy. 



WO 01/43746 Al 



IIIIIIIIIIIH 



(57) ^$3: 




a) 



M^^^iTo r\ r\ R 6 x R 6 te, ^-XW^ot, ^c^, ^n^y, t K 



WO 01/43746 



i 



PCT/JPOO/08782 



m m n 
& m m & & 
& m ft m 

t t s t 

1 UK, 570, (1987) ) 0 

& mfoWifr *3 «t T>VV— 7° * f? jfc ft if > (StA. if (E>if fiStt* Sfcft: Wl£ m*3 V >T * 
iiUT^-6^b?> (fKffl, Wir^tff, 35, 505-509, (1993)) 0 ^Lt, ^ f " ^ 

Hft m i& t 5 *> 5 & 3* f* W 4 k Pfe 5 o 
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i~ 0 p » v 2 Xte 3 ££ft\ 

(B) r 11 fi > tK^> TA-^/K ^nT^K/K k Kn= 3 f-^7;^yK 
10 1$*ci/T >v*e/V^ Tf/K 7 !) -/K Xii7 !i -/VT^^^^r 

^-T (W5r!J-^7/^/W7P-;W, 7 U ;ft-tf3r«S«*Slta£ 

^ /NP7/Vn^r^ fKP^f^ i/7 / s X — h p 2 £ tl/ "C V ^ T & <£ V ^ 0 ) . 



15 ^Sf4> 1 ~ 3 mcom— XtZMfrZ, ap^a ap7;^;K T 

R x \ R*\ R I5 &l>*R 16 }t N ^-Xlilftot, TkS^ ^n^^ k Kn^r 

20 R 14 , R*\ ^t5R 16 ©f>-eP^i-§ 2f0C7^S^-|tfc^oT, ^^-V^^*^ 
R 17 «, #C<£>5t; [3] t*^>l§S5:St 0 
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R 1 f3 N zkiS> Tfr^cfry Tfrfr=- fry ( i/ 9 P Tfr*cfr) Tfr^rfry 
T/P^/K T ]) —frTfr^rfry Tlsfry Tfr*fr^fr7k=-fry Xtt7!J-^^ 
jlsft-sv (fafa&T V ~frTfr*fr(DT V —frUl&y RTfT V —fr*frft=-fr 

5 ©ry— frMfrtey ^n^yxiir^^tfftStitv^Ttiv^ ) 



(B) tf^-g-V^TTW^V^ R^T/i^^T^ «9 > R 12 fi$7 x-;i^ 
5 7x^^1^;, 1 ~ 3 — ^P^y< TA"3fvK ^nT/i^ 

^^kld^-Mb'S^ [la] CT)^-?^ LWb-£^«> (A) (DM 
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13 



15 



16 



zk Iff fc D , R 14 ^ 7 J<fgXttT^=3r^^fe 19 > R u ^ft:©S C2a) 



17 



5 



18 



C2a] 



-vh*)y R^^Tk^Xfi-bp-efesr^ Kff*Hl£-cfc6o 



^(7) (1)~(17)<DT 5: Ki 



ft: #s ~ 



(1) 1- (1, 5-i/*^fr-2-7^~fr4>-}? — fr - 3 - 4 fr% fr 
it^fr) - 4- { 2 — \f \) & fr) tVyi/y, 

(2) 1 - ( 1 , 5 - i? ^ fr - 2 - 7 — fr -f is K — fr - 3 - -f fr # fr 

7 r; =- ;v ) - 4 - ( 3 - t° y v 5 ^ ) t° ^ 7 >- , 
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(3) l- (1 - >f;i'-2-7s=/K> / K k - jv— 4jvtoAsi&~ 

;V) - 4 - (5-=hP-2-bl^) t°^7^^> 

(.4 ) 1 - ( 1 — * As - 2 — 7 =c ~ /V >f >- K — /V - 3 - <i )V 13 fV =. 
/V ) - 4 - ( 2 - fc° y v> /V- ) t°^7 i/V- 4 - t K , 

5 (5) 1- (1, 5, 6-MJ^f^-2-7x^;K^K-/V-3-^ 
/V # /l" 4? ~ /V ) - 4 - t° ^ 9 ^ ^ > 

(6) 1 - ( 1 - ^ ^ - 2 - 7 x. =. 1/ K — ^ - 3 - 4 /V- 7J JV tJ? =. 
7 k ) - 4 - ( 2 - t° y itA* ) t'-<7^y, 

(7) 1- ( 1 , 5-v ? ^^/l^-2-7^ — 7W-r^K — /I' - 3 — >f A" # /l" 
10 /}? ~ /V ) - 4 - ( 4 - hf y v> /l- ) tVy^y, 

(8) 1 - ( 1 , 5 - v> ^ ^ - 2 - 7 x. =- )V 4 1/ K " A* - 3 - 4 # ;V 
ifs z=. ?V ) - 4 - (5 — — hP — 2 — t°y i/ A^) t° ^ 9 v> >- ^ 

(9) 1 - (1, 5 — i? — 2 — 7 x- ^ ?V 4 is Y )V — ?> — 4 As "ft As 
i$=-)V) - 4 - ( 2 - t' I) i£ * fc° ^ 9 ^ ^ s 

15 (10) 1 - ( 1 - ^ ^.A' - 2 - 7 m — >V ^ >- K — A* — 3 -Y/l^*^^" 
;k ) - 4 - ( 3 - fc° y v 5 /V ) J]n* tX7i?y, 

(11) 1- ( 1 , 5 - .?< /^ - 2 - 7 ;c ^ /l^^r ^ K — A*— 3 — 4 A* 2J A* 

tf^su) - a - ( 3 - t° y "X s /V ) ^ ^ t° ^ ^ ^ ^ , 

(12) 1 - ( 1 , 5 - ' * <$- ?V - 2 - 7 x-/l/Y ^ K '— A* - 3 - <4 ;V t> /V 
20 7$ — /V ) - 4 - (5--hP-2-t t D t°^7 

(13) 1- (1, 5 - v> ^ ^ A' - 2 — 7 )V <4 1/ K — A' - 3 - 4 % JV 
7$^JU) - 4- {5-*?-y*jV7fr — /V T % S ~ 2 - ¥ V SV) /j>^rt° 

^ 7 i? > > 

(14) 1 - [1 , 5 - ^ ^ ^ - 2 - 7 x-^^f ^ K — As — 3 - >V # /V 
25 aj? =- A- ) - 4 - ( 5 - T ir ^ )V T % / - 2 - t° y /V ) 7^ * t° ^ 9 f , 

(15) N- (endo- 8 - > f ^ - 8 - 7 f t'^> ^ P [3. 2. 1 ] tf- ^ 
# - 3 — A- ) -1, 5 -v 5 ^^^- 2-7^^/1-^ ^K — A' - 3 - # 
/V ^ ^ K , 

(16) N- ( endo- 8 - * *f~ JV - 8 - T f s t" is 9 P C 3 . 2. 1 ] ^~ ^ 
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^ _ 3 _ ^ f \, ) _ 5 _ ^ h*^-l - ^f^-2-7i-/V^VK- /> — 

3 - # )V its * -f- % Y\ 

(17) N- (endo- 8 - * >V - 8 - T if tf ^ P [3. 2. 1 ] ^ 

^ - 3 - A ;v ) - l, Q-i/?t = ?-;v-2-7^~ A"( > F — /v - 3 - 

5 tV 7$ * f- 5 K o 

7CO^cO, ^Jx.«, **$-JV s =^3-;v, n-/Pt>, ^y/Pt>, n-:/^vK 
^fy^f/V, sec-^^/W-, tert-r/^VK n-^^^VK y^yf;K n-A^-> 

10 mm%Z 1 ~ 3 ©^<?5j6$0* L < x pt^vK ac^vK n-^atVw^ilf 

~ 7 M^if*\ ^ ; /P7"pt°/K vypy^vK fyp^:x^/K vy 

20 T)J/K 2-77^/K 3-^7-;K 2-^>-7"— /K 3 — ^ ^7- =1 /u, 4- 
;x -7" ~ ;K 4 — y ^jV— 3 — ?=-:=. /K 2 — ^ df- ir — „ 3 — ^-^ir^/K 

4 — ^^-fc^/K 5 — ^^-ir— /K 2 — ^zfT=- ^, 3 — ^y*T~ 4 — 

rry—^j titit i%m%tQ ~ 1 o ©t©, 0y*.fc£* :7^=/k 1-^7 

f t^y^p [1. 1. 0] "/f-fV^ 1 -Tif \fi/9 p [2. 2. l] — y^/K 
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1. 0] '^^VK l-T#tr$^P C3. 2. 1] Hr9&>V^ 8 -Tif if v- 
i^P [3. 2. 1] ^;7^/K 1 -T-W-y? v [2. 2. 2] ^^/K 2- 
T-WfPv- [2. 2. 2] ^^VK 4 -TWf? V C5. 2. 0 ] / — 

[3. 3.1] / ~;Vj)$mf bfr% 0 



2— ;K 3-77 =VK 2 — ^-jc - /P N 3-^3:^/1^ 2 — 

t^t/U/K 2— f 5^'/!JyK 4-^^/y;K 1H- 

1, 2, 4-MI7/-;V-l— f/K lH-7h7/^-5--f/K 2 — 

15 tl^y-i-t^-^K-a-'f/K t e y z?i/- 1 -ir^-y K- 4 --f /k 2- 

fy^s^/K 4-t°y^~/K 2-t°9i/~/K i, 3, 5-h'!ir^y- 

/K 2, 2, 2 - h U yl/^^ff btl5o [/NPr/l'aaf-v'j <!r b 

"C«, #)J?U2\ M)7^tP> 2, 2, 2- 7^tP^h=¥^ 

25 7°Pt^^/K -f^Vjv, -^y/f U;K ^^V/K l-t7h^;K 2- 

7 5/ , 2-t7h^>7 5/i^[ff ) }l§ 0 
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JbflBSTtl] -ei^n5^B^i-#S^ftii> W097/26252, W098/06715, 
10 BE901274A, GB2231265A, 5g= b < teWO00/44743#lCfE*fc £ Xte^Tf- 

±IB^: [la] ^ig£;ft,£;£fg^^6^#m, $J;U£, gAT»J:5^b 
15 W C 1 a J £$i5£-r£ - t 5o 



CO-M 




(4) 



+ R 17 -H 
C5] 



CO-R 




[la] 



20 



R n x R A \ R*\ R'\ R 1£ \ R 10 , R^te, tfJlE t mmX*%> 5 0 M 
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JM^^tt, 75 K Stifle [1 a) > K — ^Bt^ft [4] (M«St K 
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5 h\ ^y/M) T y — ?v— I -<<{ /U- h V * (v^^v^T % J ) ^^.7l^r> 
^M;l/A7? K ( DM F ) tj:if(Dm^Mm, rh7t h'o7?y (THF) , 

20 ~ioo °ce^j^^tT5 - <t «t I9»jfi-r'5w «„ j*j&b#M}*, Bft^9 

>f 5 ^ C 5 3 R^iamio-CftftSiOJ, 30#~24H# 

a* 38 m -c & 5 0 7?y C5] ©tlitt^y'f Kt^Lt i~i. 2 fff-^/v 

tHIC^P h >"l4^jSS>t , > #rlEi: ID C*&£©#a=X»:i##3ETte: -20-100 °C 
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>K ffifEi: ID cm.M(DfcfeX}Z3¥fc&Tlz -20~ioo °cx*fcm&?f 5 - 1 \z£ 
<o - ^ d*-e# £ 0 KJS0#fym> $&£-£iJ<D;iM, SJ^M^ic iotl/j: 

StfS, 30^—24B#W^jl^-efe^ o [5] &t5$i-a^yo ignite 

<i K— [4] (M/J^t KP^'>tfc5^) l^LT 1-1.2^^ 

^is^^-sib^^ da) ©t^r% R 17 ^ttj|E(D^: [3] -efe<9 % hr 1! 

^Sjf^^S^K^fcS^^ [lb] 4 1/ V — Sl'M^fo CI c) 




C^tfs R*\ R > R J \ R \ R \ R 1D «, HtrlSi [R)»-T?fc5o R 13U {*. 
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mm*. itff!Ec7)j£S<D#&T(<: -20-100 t-eKJ&S:^ 5 - t K X 
[l c) ttut 1-1.2 f^e/H^f $tv>„ 

r^S^t-^V^'CJ^^i: b-Cffil^tl^-f > Y — /vmM-W tie] ±|B 
(DTK Kf§3M£ (la] ©^jt^^^oT^it-TS-^^r^So 

^^^i^Mb^^ Cl a) C0cpr% R 17 iff IE (DSC [2] -Cfc>9, /0>Om 

3$ 1 -e&Ste-^ [id] tt, ^ y F-^ll# [1 e] tmikM (i®gcS# 
K n^<;u^r^r i/ h\ t e r t -^yf K p Kft if© t Kp^/v 
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[Id] 



[5£* % R \ R l \ R*\ R'\ R \ R l \ R l \ n, p }3 S lffiBE IBJfc-C 

tfe»iSEif> v -50-70 °c^j£^t 5 - £ tc J: "9 M&irZ> r. £ tfs-e% 5 C 

tfeSo IHWSaHE/flitt'l' ^ K — [1 e] l^Lt 1~1.2 fg^/W 

r^KJtSfc^v^TJgt^i: LTJlV^ V K — /HJtSHfc [1 e] fit, ±13 
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* m k x <o &m m « it -r s r t & -e # ■« 0 

#38 93 Stella* ±IB(7)KJS^ti^^ii^©^il^^¥^s 0n*.tf; 

mm. mm. at*®, ^^j»9 h^97^-, ^p^n^h 
mt%M#iffli / Em&^~tz>o ~£tc, *tt*sisv^ r cd t a> , #38 be is assays 

99.5%, 0*L<tt 0. 5~90%&^#i-5E|gj|l&/iM& t It, A^tHfifLft 
^UT#38Wte4SSflS#to©^8ri&#*i: Lt, l BfcfctK 0. l-iooomg/ t 
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10 2-3 Ut^tS £ £ %-e# 5o 

N-^fA-4-^f-^^/VA7^!i K 

p-F/K^y5 1. 2g (0. 4 8mol) tt/Vh^^f^7 6. 5g 
( 0 . 7 2 m o 1 ) &mm.m 1 . 9g (0. 0 1 9 m o 1 ) ©#^T> 1 0 0 °C 

t?sij^-rs * * ^ & « * u # a* e>> 1 n#w;>jn?&j£#Lfc 0 hiu 7 5t-ei 

1 0 3 ~ 1 0 7 °C/ 5 ramHg 
#3f#IJ 2 

N — ^ gv^ WW vj^ 

N-^ ^/V — 4 — > f/l'*/l'A7= V K 5 3 . 5 g (0. 3 6 m o 1 ) 3: 1 0 % 

mm i 6 3mi ^liiKiPiiiLfco's^t^^af ^ i 5%7KSft^k^7 y 

1 0 0~1 0 3°C/2 5 inmHg 
3 

N - * *$->V YlV-i v > >'42. 3g (0. 35mol) £r^:t&@£ 52ml B 
1 4 2 g (D^\Z.M7L, 1k^'T?mffiWt'f h V *?J*2 4. lg (0. 35mol) (D 

i^mms 6 m i &Rjfem.m& 1 o°c£M;t^ ± i:»Tifc. hic 1 b#iw 

-^•}f^J;9!?S&*U Jtfe*£il&4 7. 9 g 
###J 4 

1 — 7< 1 — ( 4 - ^ =c =. ju) h K?^^ 
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M0&*8 5. 3 g (1. 3mo 1 ) fczk 1 4 2ml KlJffiiBU N-~ >P y- 
N-^ tf-jV h^4 i/lsA 7 . 8g (0. 32mol) <£>jftlfc$g^ 9 0ml &2K# 

i 

^^fbfCo »S*^!l XtftVjjJJ*? h^77^ " P P Jj^A-*;? P P 

: ^ * /— /W= 5 0 : 1 ) IdTflHRU W^ffi*^ 3 3. 3 g £#7c 0 
###ij5 

10 7^^>MIT, !)A7^ K 2 . 1 4 g (54. 9 mm o 1 ) Oi*T 

h7tKn77>40ml 0>!lffiiS*£^ 7K^Ts p — \> ]) K9^^6. 38 
g (52. 3 mm o 1 ) (Dm^T I^7t FP77V2 Om 1 8 O^fflti 

15 10~15tOT.t, 3 'SMfc fvl' 7 . 79 g (5 4. 9mmol) (DMt^T 
h7t KP77V2 0ml ^t^8 0 ^-ClTLfc. ^ CO ^ ^ 3 0 #Pfl$I# U 

UfCo n & £l«JBE8&© U S ift&l 4 . 1 g &#fc 0 6 1-63 °C/ 2 mmllg 

20 1 -^=.^71^- 1 — 7 3D =^JV t K7 V x 

l-^7 7ptVV-l-73:=/Vt K7i^y. 
1 1 - -7 ^=-jV\l K7 V^o 

6 

1 . 5 - vL* fV^JZ 2 -7x^/l^-Y >: K — /W— 3 -7J7V^ ^^J^^/l^ 
25 1 —fT-tV— 1 - (4 - f^7x- ?V) t K^v 5 ^ 10. 3 g (76 mm o 1 ) 
t ^^/^ /p^g^^/P 1 4 . 5g (7 6mmol) ?:I^4 0mlf ifit' 

^jpi, 5 o ~ 6 o °c-e 3 o ftmmw b7t 0 %nfcW$:7k7kic&tf, i o%7km<h 



WO 01/43746 



17 



PCT/JP00/08782 



/UA) fcTflfj&U afcftfe$f>tfc* 6 . 1 5 g ^#fc„ 
###IJ 7 

5 1 . 5 - 2 - 7 x ^/^^ V K — /W- 3 -X/ytf^m 

1, 5 - f ^ - 2 - 7 i = /M V K-^- 3 - * y^xf ;l/ 6 . 15. 
g (21 mm o 1 ) t7km{t~f FD!)A8g^X35ml ^x^/^;V8 0 m 1 

y 7*77 4— (^pp^^a) truHL, r^lt-fe^ns. 06 g 

8 

15 TK^'fb^by^A (6 0%) 0. 8 8 g ^ ^> f ^ K 4 0 m lid 

- 2 -7/^01^ ^ 2 . 7 9g£rMTl^ IitT5^, 6 0 *C 1 NpROtiJ^ 

20 1) (C-CffiSL, Silfeft^^lT4. 3 3 g &#t 0 

1- - 2 - 7j^ - 3 - h !) 7/^P7t W y ^ 

— /V 

T sis =t > ^.fttT . l- ( 2 - 7 jv-fr p ^^/v) -2-7i=/HyK-^ 

25 4 . 3 3 g(D'7^f/^^A7? K2 0ml W!C0tfi7KMJ7^tP^ 
##f#J 1 o 
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1- ( 2 - 7;utfxn ^^-jv) - 2 - 7 j. V K~ JV— 3 - 77 /Mg 

1- (2 —7 AO*" P. 3^ /V) - 2 - 7*-^- 3 - MJ 7^P7t W ^ 
K — A5. 2 8 g £2fcSHb# U 4 . 4 2g*x^;-/V (50ml) 
(17ml) }£#P;U 2^W*P^#^Lfc 0 7X^*P^#^m-C"ffP U, 

^^-7";V^T^^L7c^ x 6 5 g feftfc. M&2 3 0 °C 

11 

7k^^i- h V (6 0%) 4. 96g©7^tFn77/30mllS« 

l^f^f^9, 7 6 g^ii, l 0#M!S&IS^ b7c 0 r. tiK 3 -Tir^/v 

t''J^y5. 0 0 g ©f t FP77V1 Oml ^30 ^ItlT Ufc# , 
1. 5 B#r^7JPiaa^E Lfs: 0 N # *M f P b , Bfclfccc^vWC 

TffHttlU ffcj&il, »«gurc„ aSSrVy %tfjvt)7J>.? h ^77 ^ - (n--^ 

^r-y-^ : g^m5^ = 2 : 1 ) KlTiltJ^ B W« «r#»fe W#4fc L"C 4 .. 11 
2 --7-7 h^A-pftBft^^VK 

(4—^ h^v'-<^yV^) SfcSfe^^vK 

(3-^ h ^ y'^f 71-) gfc.lferc^vK 

(4- - hP^yy-f^) SKx-f^, 
(4 - ^ p p/<yyy ;w) gfcgfc^^vK 

2 - ^ 7 is 77 A *tf — AgW^c ^vV 0 
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i - t« ^/p- 2 - -f > K— 3 -^/v^y^ 

1-^^/1^-2- (2— 

l-^^/W-2- (3-^ h^r^7i=;W ^ :/ K — ^- 3 ■ 
1-^^-/^-2- (4-^ h^V7i^) -f ^ K — 3 — 
1, 5-v J ^^^-2- (4-^^71 = ^) /f^K-^-3-^/^ySI, 
1, 5 ^A-- 2 - (4-^hP7i- ;V) A V K — /V— 3 -jJSV7$^m, 

l-^^-;V-2— (4-^PP7x^^) >f is K — 3 — 77 A-^ 

l-^^A-2- (4-7;vtn7i^) -fy K-;i/-3-^^^yt, 

- (4-t Kn^^i-^) ^7K^-3-^^7^ 

1 - ^ 2 - ( 3 - MJ 7/Vt^> f ^) << V K— A"- 3 -T^l^^g^ 

###J 1 2 

endo- 8 *f-?V- 8 -TU* P [3. 2. 1] ^^X-3-7-;y 

15 t Kn^^T^yJIile. o g £ g^^- h V *7 7* 7 . 2g?:^;-;v 

5B#Wf»b7^ Q ,RJ«£MU 28 & fc: * £ *P & , ^@^77 y V J*\z.XT >v-fy V 

^/tftte** n-^^1f ^T^j^U endo- 8 -*<f-)V- 8 - T if tfV^ n [3 . 
20 2. l].t^y-3-ty t^7Al 0, O g ^r#t, 

7K*'fbT/I^ S: =■ <7.^ y ^ ? i>> 4 . 5 g ^MtK7" ^7tFP77y80ml IdJBI 

-1 0 2 0°C-e?tl>fl@t 5 . 8 g (DMfcT F7tKP77715mli 

m%%0 3 O^IWT?j»TU^to 3S^^ia*C 3 B#Wi£*£ Lfcfc, endo-8-^A- 
8-7f t-'-^^P [3. 2. 1] ^~^^^-3-^->- ^^r->A5. 0 g COMfcT 
25 h9t KP75y75mlS«S:iTU 4 0°Ctl. 5 flf fWSI# L ft 0 RJfcWt 

##$J 1 3 

8 -^^vvl^- 8 -Tif g [3. 2. ll^-^^^-3-^-V 
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2, 5-^^h^^7h7kKn77^25g^0. IN — iSBfe 2 2 7 m 

Ap^, 8 o°ct^T i B#^^Pf^ft#bfd 0 1 o 0 c£-e^£pu rt^^/^'y 

|3 0. 3 9 g^ttMJ^l'8. 6 1 gfcitflllfl 7. 4mUiKi 
ft#L7to r-ill-^y^T^ 2. 2 8 g^iTL, 'sLM.^Ifc&ffltW L7c 0 

Ltco ^mm*7km, wtt l 1 1 w» ^ t lt 4 1 .• 4 g # 

#%$J 1 4 

8 —^-y&jv— 8 -Tif tfv? p [3. 2. 1] ^-^7^>--3-^->- ^^rv^ 
io t KP^^T^yItl3. 8 7 g irl^f t MJ ^^4. 57g?:^/^ 
5 0mlldDi, 3 0 ftfflmW^KM. 8 -^i/v^- 8 -Tif tfv^ P [3. 

2. i] Sr^jp 5 0#Wii#urt o s^^tUb, m 

^*&7.k-t?»u f£$H£iMufc 0 #fettfcffi^^«r n--d f .-y->'-e^^L., e-fe 

15 ^jSj 7 . 8 g £#7c 0 

##^J 15" 

8-^<y^-8-rf f'>^p [3. 2. i] 

T/l^ =T yM^IT, TK^'fbT/^ ^^AUf / Al 7. 04g«7^7tFP7 
7^2 5 OmlCDiSS!^ - 2 0 "CeMfiM 2 2 . 0 2 g©f h 7 t KP75 

/P- 8 -Tif tf p [3. 2. 1] ^ ^ 3 -^V ^-^v-A2 5. 8 5 
g (DT h?tKP75y2 0 0ml ^M-S: 1 B#P*-C)®TU 35fc^?&-e 1 ^ffif 

#L7c 0 S^^nd-^K^-T^^P;^ SJ££^^ L/U& N ir^-f b5ii'L 

25 1 6 

8 -vQ-^/V- 3 - h 3r jVt$=-;VT ^ J ) - 8 -Tf P [ 3 . 

2 . 11 £ > 

8 --^vvl'- 8 -Tif f'i/^ P [3. 2. 1] t^V-3-7;V2 0. 4 
g £ ^ u P 2 0 0ml C^L, b y ^f-;VT 5 >-9 . 5 7 g ^7JP^L7C 0 w 
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*U£2kiftT, ^~ tert - 73-/V*?t> IVOR*— h 2 0 . 5 8g£)^PP7jWl^ 
V # yVP^7 7A^Pvf^77^- (^ P P J^/V-A : p< ^ / — >V~ 5:1) \Z.X 
5 ^%{3fiJ 1 7 

3- (tert-:/ b ^AikJlE^LZ § Z ) [3. 2. 1 ] ^ 

£ £ V 

8 --OS^/l-- 3 - (tert-^ h JV7$=.;VT K / ) - 8 - Tif tf P 

[3.. 2. 1] t^^y^^^;^4 0 0mUt|!gl, ^2 5. 8 0 gt 
io 1 0 5 g £#P^7c: 0 Ilia 1 6 ^mWiW Lfc^, f&g££r-5i® 

y ^ — P P sfc/l'A : 7< ^ / — ^= 5:1) IJIT WHi 1 2 g £ 

#fc 0 
15 ##{#J 1 8 

8 -^y^^^v^^^^^/V- 3 - (tert - ^ h » ;^^ = /W7 ^ / ) - 
8— Tlftf^^P [3. 2. 11 $ is 

3- {tert-zf Y^r^tl ^^=-^T % /) -8-7f ei/^n [3. 2. l] 
^-^ 2 s t ^-"f-^T % is 5 . 9 3 g ^m.it^^^>- 10 0ml 

20 U N 7K?^Ts ^;^PPW-b9. 9 9g^TLfc, ifit 1 6 ^Ff8 

pp^^a) icti^i, i 7 g&mtc 0 

19 

25 endo- 8 v-/J/k7jf^/V-- 8 -Tif b s ''>^ P [3. 2, 3j £ £ g 

8 -^^^/I^^i^/WJ^A'- 3 - (tert-y h ^ # /V jtf ^ T ^ / ) - 
8 -Tif tT'>^ P [ 3 . 2 . 1 ] ^ * > 1 7 g 3- 5 0 m 1 
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J—,V= 1 5 : 1 ) fcXftM, mmVs endo W(D^^nM^m^m ( 7 . 2g) - 

5 ##0>J 2 0 

1- ( 5 - ^ b P - 2 - -^^) zfr ^ ^ 7 

tT^9 i?^ 8 . 0 1 g (0. 06mo.l)5:h;ny30mlli: 
tv *^T^ 2 - y p p - 5 - ~ h p t°y v> :/ £: '> ft 1* o ;!jp x. 0 
H \Z x h ^ > 5 0 m 1 £ 1)U X. , ilttl 5 % m 1% W b It o M ?R 
10 2 N - zk ^ h y ^AyJc^^^AP^L^^bfCo W $S if £ 

;V — r- /i^ fc X m W U H -fe ft£ ill 4 . 0 3 g Srffco 

<b ^ £ ^ 5t U 7c o 
15 1 - ( 5 - ft >\s ^ * tr ^ 9 V ■ 

# # 0!J 2 1 

1 - ^< vV^ ;<F ^ # ^ *K — - 4 - ( 5 - ^ h P - 2 - C° y '^^) 

1- (5-=.hP-2-t°U i^yV') tf: * t° ^ *7 is > 3 . OOg (13. 5 
20 mmo 1) iijfc^f ^5 Omllc^U h !)^f^7 5 V4. lOg 

(40. 6 m m o 1 ) 3r 7JP x. 7t „ ft^t^C^T, ^y^/P^ p P^;v^ 
- h ( 3 0 — 3 5 %b^xy^j^) 9. 20g^^Tb, 0°C-C1^M, 

^iat?2NFW»#uyt 0 S IS ?S 7K * #P y p p^/vAKtftWLA:. 

25 7 4 ~ ( n — ^ * V .: gj?' Bfc 3i ^ ;W = 2 : 3) laftfU @ fft 4£> 
3 . 4 3 g £ # o 

# # #J 2 2 

1 - ^ is 2 ^ ± j£ # y> *)f E: ^ ~ J ~ i 5 = Z g Z ~ 2 - V is ± ) 



tf ^ g ^ \s 
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1 - ^< -y )V $r *r is # )V # - 4 - ( 5 - — h P - 2 - fc° y ;V ) 
tX7i/y2. 1 5 g£i|i&®?2 Om 1 ii^/-;H Om 1 

HI, >k <^ T x 4ft <fc i~ T ( n ) z: 7k f n 6 . 8 l gcoTk^^i Omi £ 

^^i^rifco o °c *e 3 o # n > ^ m -e 1 b# m m ^ l 7t 0 r ^ tk 
5 h y !>^7k^^"e^^pbfc^, ^ztcttm^±9 4 h x at ft b > 

II«^^pp*;^ctttWtfco » Ji & f£ !!& b , **ibT8?&ifci|* 

1)2 . 0 6 g^ifc, 
##$1 2 3 

i - ( 5 - i? * t % y - 2 - t° y v£ ^ ) ?fr ^e- h° ^ g j£ v 

1 - ^ i> /V tf- * * /V = )V - 4 - ( 5 - 7 5 / - 2 - t° y 
*ttV7v/yi, 4 7 g ?r 1 %g^f - ^ ^ / - ^St 3 Om 1 i^^M 

b , 3 7%*;u-7 y y^^pigat* i uto & *e 7k h ^ r 

*s m k tk ^ r . mmykm-i- h v v Mfcmm&M mm t > / - ^ 

«: « * b'fc „ a^^np^^Alctlffit, $£ *fe , $1 b fc 0 a £ 2r 
i/y ~?3 *f }}/ Jo y J* 9 p -v h ^ 9 7 >f — ( n - ^ ^ If V : gfc gfe :t /!✓ = 
1 : 1) \z. X ffi m b , 31 •& ift # 1 . 4 5 g^#t 0 £ ft & x 1 0 % 

7 v> * a ^ m tc J: § 7k $ ^ *d -c flfc * Ml b , Ifti^o. 8 o g tfc 0 
# % m 2 4 

1 - >- t? JV *c V * ^ ^ - 4 - ( 5 - T % S - 2 - t° y /P- ) 
^^t 0 ^9^>-5 0 Omg^Ifb^f 1 5ml ti|L, 

/V7^ 2 0 9 mg ^JDx.fc„ 7k ^ T , ^ = p ? K 

210mgOttjb^l'V»«5ml*ITl, 3H#ra»#bfc 0 K Jfc 

25 ft i- 7k £ ^ p p^^AttiHiL, % tfk > «itfco # 6 ft a £ 

^^A'* ? P-7 h ^ 7 7 -i — pp^^a : * $ ; — /p = 

5 0 : 1 ) K X Mf SS! b x ?ft ^ ^ 4 6 9 m g 4r # ft 0 r. H ^ , I 0 %s<7 
*^l>A i R3(fKlJ;«5***JP"CJK<ftWb > " @ W 4b & 5 3 9 mgf fc„ 
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!_ (5 -i/^^/v?/^^/^^ y - 2 - t°y tr^9^^, 

1- (5-7i?f-/UT^;-2-t°y^) ^*tV7^y, 
1- ( 5 - v 5 ^ *f-jV7.?V7 T ^e-f/VT 5 7 - 2 - t° y V/V) **tV9i?y 0 
5 # # 2 5 

i - ( 2 - t° y v£ /t ) ft ± t° ^ 2 2 >: 

2-^n^t°y^y2 0. Og (0. 1 3 m o 1 ) 

> 

h/PxV2 OOml t^|?L, ^^t t°^7^V 7 6. 3 2g (0. 76 
m o 1 ) s Wt^s* y W ^ (n) 29mg (0. 1 3 mm o 1 ) % h y ( t - 

* 

10 "f =f~ ) 4N^7^>-103mg (0. 5 1 m m o 1), t - 7" h ^ ^> t 
h!) 6. 65g (0. 1 7mo 1 ) * Ji & 350 X. & e 1 2 Ottl 

0 m m u , w&ftfcassrMBEfceufco @ ft # & it 

#,$J#t#5£UT17. 2 8 g#fc„ 
15#&,& 1 25-1 30 o C/8mmHg 

i - ( 3 - tr y ^ ) tr ^ 9 ^ ^ > 

1 - ( 4 - t° y tVyi/y, 

1 - ( 3 - t° y ^ ) tV7^y„ 

1 - ( 2 - t° y ^ ) - 4 - b y 2 ± ± b 7 -fe ± ^ as ^ ^ ^ 2 ^ 

1 - ( 2 - tr y v> ^ ) t°^7 v^y 0 . 5 o g &r P< ^ / — 1 0 m 

1 (u^iL, H7;^nSt^^0. 48gt MJxW^VO. 3 4 

g £ to k. 1t o &UX~m-fc$kWVti'i&, KJSJKl^pp^/i'A^JDt, * . 
g & # o 

##^J2 7 

2 - (4 - hU 7^tP7tf /i/^^h'^y^^ - l - ^^) b°D -^y- 
5 — ?v ^ g. # p H F 
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1- -4-F!J7;VtPrtf/^ ; ttV7^yo. 77g 

§:^pp*;VA3m 1 ^ p p^/i/jj^yK l , 3 2 g £ ;tiP ;t , 

|*«Apflft»»EL^:o JtS V$ IS ? p fi V * £ *P x. % ^ p o^/vAttiliJ 
b o *T £i if £ *fc » . IRffiLtftfifelO. 4 6 g. £ # fc 0 
5 ###J 2 8 

N . N — J- ^ 2- (4 - f!J 7;VtP7tf ^^^t^?^^- 1 - 
^ ^ ) t° y ^ >; - 5 - X jv ft > T % K 

2 - ( 4 - h y 7/i/tP7tf /i/^^t^y^y - i t° y 

y-5-^^*^/^P7^ K 0 . 2 5 g^Ift^f l/y5m 1 l£ # 
10 b , lflT> i^xf^T^yO. 1 0 g £ #P £ 2 B# IW 3t b fc 0 RJ&Wi 

% 7jc m -c $c il, 0ft , m *fc b re o # fe 7t a ^yy*y;^7A^ 

p f> ^ 9 7 >f *- (^na^/i-A) UTtlSU -& St H 0 . 2 1 g 2r 
# # flf»J 2 9 

15 n.N-v^^/V 2 - (ft^r i:°^<^ i>> - 1 - t° y v> V - 5 - .X 

^ ^ ^ T § K 

N , N — j\s 2 - (4 - h y ^/k^-t^T-tr^-ylz/jN^t 0 ^^^^- 

1 - ;v ) fc° y v> -y - 5 - ?v ft > T % K 0 . 2 l gl:^/-/H:j§ 

fi? b > ^^-7"b y 7^0, 2 7 g ^*3m 1 \Z.MfflL>fc'b<D%:jX}Z-^ ^ 

20 it, m ^ a # b tc o sjsit7 p p^/va^^x., «a f p w 7^ , ^ f p 

^^7K^rdfe^bfc 0 ^ a if £ jj& ^ , liiUfeitfto. i 4 g£# 

##«3 0 

2-^ - ^y^^t^^t:°!J 

25 2 - ^ a n — 5 - t K p tl '7 y 3 0 Om g Sr-^f 

T 5 K 2 0 m I K m ffi b N ^ ^ ^7 y >7 A 4 7 6 m g t > i? /V ? u ^ 4 

x. N ^na^yp^jc-ctttllbfc. $1 JS & ^ it l§ b , # b ;Tt /c a £ 
=^ y * ^ /l' * 7 A 7 p> h 7* 7 7 ^ - p p^^A) Id T *S M b N 
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4 

m H -fe & tffc VO 5 2 7 mg^ffc, 

1 - (5-bKP^V-2-tl^/V) fc° ^ 2 ^ 

5 x>i|10mlttX7i;yi. 19g, ( S?*< ^ i? V *f is 7 ± h » 

~s*9S?#J* (0) 37mg, 1, 3-fcT;* (^7i^M^7^7) -tn^^y 
3 8mg, t -7 b *W h V VJ* 3 1 3 m g :%m&iMZ-tc 0 9 0 X> fctiOlfo V . 

10 T^^r~T = 3 0:1:0. 1 ) ^Tffi^b, *B£,JftJlK4&fc t"C4 9 8 mg 
W*SrIfeM»i It 2 4 8 mgHfc, 

$^it^y i 

1- (1. 5 — i?* f-fV— 2 -7i^;W >- K— 3 — -£a^a^=^ -4 — 

* 

is ( 2 - g y Kj2jgj£j^ 

1, 5 - ^-/U— 2 - 7 rccr^W >- K~ A*— 3 — # /V* *K i> gft 3. OO.gSrS* 

^f;^;vArtK30ml(il^U 1 -z^fjV — 3 - (3-^W5; 
/Pt» ^^#^5 Klit (^T> WSCD-HC1 tl/^) 2. 38 g 

20 V^-Cl - ( 2 - t° y v^;H t^7^^2. 0 0g*ABt*ISa#tfco 

7^77^- ( n - — ^f-^ : H^^^/W = 2 : l) lutiiL, &fe;M3r 
#7t 0 rtL^^ ^ y-/Kc»#L/ 1 Mifttezk — ^A- 9 m 1 £: 7JP [S U , 

@6ti4^ (4. 2g) irwr^tuftfc, 

25 7c'##*Mt (C 2 6H26N4O*HCl-H 2 0 tit) 

ff^jd (%) C:67. 16 H : 6.29 N:12.05 
Hi'MC (%) C:67. 19 H: 6.15 N:12.05 

m&w 2 

l — r 1 — ( 2 — yjv^rvi j-^viQ -2-7x^;KyK-/^-3--f/^;^f 
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n/n - 4- (2-t°vi?^) n^yjy^ mmm. 

1. 13g^^WM75K3 0ml(^l!lU WSCD-HC1 0. 9 2 

g M-tKP^^V/M)7ywV0. 6 5 g^r^x., 1 B#ffa£t#U7t 0 

5 V^tl - ( 2 - t° !J t^^v^O. 7 8 g £#0;!^^^^ Lfc 0 RJ&^£ 

X f )V t> y J* V P -7 h^77^- (n -^^ifV : g^;n^^ = 3:1) (-Tft 

^3mimftlL, @#J#) (1. 13g) fc^St-fei^i: LT#fc 0 iS* 

10 ^ 1 3 1 °C 

TtmtttfxW. (C 2 6H25FN 4 0-HC1-2H20 t L-X) 
ff^ft (%) C:62. 33 H: 6.04 N:ll. 18 
MfflliM (%) C:62. 73 H: 6.21 N:11.91 

15 endo- [3. 2. 1] ^-^^-3-^/1^) -1-^^^- 

X*g 1 

endo- ( 8 --^^v^^^-^r v^J/WK — /^- 8 - T if fcfi^ P [3. 2. 1] 
9 - 3 - 1 -^^/W- 2 -7 y_ K — 3 = v^Aijijt±J K 

20 1 — t^-JV — 2 -7s^>f K — 3 -;*7/WK^@£ 3. 1 6g^i/>f/l' 

*;l/A7 5 K 8 O m 1 fcWM WSCD-HC1 2. 6 5 1 — t KP^rV 
^y)/M)7/-/H. 8 7g^7JP^L, 3 O^ratt^bTCc endo- 8 

^^/W^^S/^/WK — /!-'- 8 -Tif bT'>^ P [3. 2. i] 

X3. 6 g Sr^^M^a^bfCo RJtS-ttSrTKlcft^^ p p*;^tTttWl, It 
25 $u fflkmLtc 0 »fe'tbfe«L3te*& n-^=¥if >"T?i5fci£U & -fe H £ 5 . 8g£r# 

16 2 

N — (endo- 8 - T if gj^g P [3. 2. l]$-#?-3— sf/U) — \ - * <5~ >V 



WO 01/43746 PCT/JP00/08782 

28 



endo- ( 8 - > i? & * is % ~ - 8 - T if \? ? P [3. 2. 1 ] tf- 

^ ^ - 3 - A) - 1 — > ^/i^- 2 - 7x^^^ > K — - 3 -TJ/M^lf 5; K 

5 . 8 g £^ / — A- 2 0 0 mlt Jft-ffc ^ ^ l" ^ 5 0 m 1 ©jJMH£flEfcl#fl¥ L> 

^^^^3. 4 g £#fc 0 - CD 5 2 0 0 m g &&.4k7k^/*L — x/M£T*M*&. 
i @#J#J (1 5 0 m g) <M#/c 0 1*^.2 9 8°C 0 
E I -MS m/z : 3 5 9 [M] + 

10 endo- ( 8 -T ]) )V- 8 -Tlf P f3. 2. 1] 3r 9 & - 3 - -± ;V) - 

1 - * *5->v- 2 -7^^^ ^ tin jv- 3 -^/l^^^rif § K tfc^ifc 

endo- (8 - 7f t'v'^ P [3. 2. 1] - 1 - ^ ^ )V - 

1--7 ^=^/U4 > \? — )V— 3 —HfV % K 2 0 0 m g £ 9 J 5 m 1 \C 

fefftl>s $<W.% U I >A 3 8 4mgi: IMfcT !);W4mg ^Mtl. 6 0°C^ 2 H#R5 

flqa&fflM^Lfco SJC&?££:5ifiU ttttfc: IS ft h y 9 A 7K l§ « *P x. , 

^~ p p^/i/A : ^ ^/-,^ = iq: 1 ) tCTfiHWUfco W *L IB ifc 4* 

^ — T^KXm.mi&t @#J#) (I3 0mg) £r#7t 0 

15 5 °C 0 
E I — M S m/z : 3 9 9 [M] + 

mmm 5 

1— (1-^^/1/ - 2 - 7ac:^/f y K-;|/ - 3 - /f — 4 — 

( 2 - b° y 7'^y-4-^^->F 
1— ( l — ^ fvi' — 2 — 7xs;W > K— 3 — fyi^TJ ;\ss$=.;v) -4- (2 — 
25 t'y^/V) tf^Tv^V 2. 3 8 gitfij^f t'^l 2ml(^iLfc 0 tK^T> 

y 77 <7*7I^7J 5A^pv hi7'97-f — p p /Jn/V-A : ^ * y — yl/= 2 0 : 
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10 



15 



25 



1 . 7 5 g &f&M&ffimk LTWfco »A 1 5 2°C 
753&##HS (C 2 5H24N402-1.5H 2 0 t Lt) 

ft ^ fji (%) C:68. 32 II: 6.19 N:12. 75 . 



mm (%) 



C:67.97 H: 6.22 N:12.51 



»mm 1 1 iaj«teb-c\ mt<dm&mq~4 2 , 44-53, 55-83, 86 

91, 93, 95 — 102, 107 — 110, ^t^l 15 — 184 <Dfc&(fo & 
SM$J 3 Lt, «T©WJ 9 2 , 111-114 (Dik^m* 



» mm 4 tmmizvx, sat <Dm&M8 4 , 85, 94, 103, 104, 

1 0 5RU 1 0 6 <Dfc&y0&M&V1t o 

mm 5 1 mmz u, wt»®J5£M4 3^155 4 <zMfc£**&£i&3t ifc 0 



m T&M 6 

1 - ( 1 — ^ gvlm 2 -7^— 7W^r >: K-/k- 3 -■^/l^/l^cr.yU) 



4 - 



HfcA 171-172 °c 

TtmftVfiW. (C 2 5H 24 N 4 0-HC1-1. 5H 2 0 tit) 
tfWW. (%) C:65.28 H: 6.14 N:12. 18 



mm (%) 



C:65. 23 H: 5. 92 N: 12. 12 



20 mmm 7 



1 - (5 — ^ n n— 1 -^^vv- 2 — ^cacc^W >- K— ^— 3 — >f 



4 - ( 2 - h° y ^ypj g 
MA 2 3 6 °C 

7C*5>*f{ii: (C25H 23 ClN 4 0-HCl-0. 75H 2 0 Lt) 
ffUfit (0/0) C:62. 44 H: 5. 34 N:ll. 65 



(%) 



C:62. 43 H: 5.30 N:11.52 



1 8 



l- [1-7*^^-2- ( 4 - -y/v^rvi 7 <± is K — ^- 3 



-;v) - a- (2 - try isjv) g V s 
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2 2 2 °C 

TC^^ffffi (C 25 H 23 FN 4 0-HC1-H 2 0 t L"C) 
W-JMI (%) C:64. 03 H:' 5.59 N:11.95 
HaiJH (%) C:64.40 H: 5.64 N:11.83 

5 mmm9 

1^(6 — 7>vjrv - l - t^As- 2-7i >; Y~?v— 3 z^lZL^k^LE 

/W -4- (2-f y vW tf^v^ -jsMM 

i&jft 2 5 6 °c 

7E*##Htt (C 25 H23FN 4 0-2HC1-0. 5H 2 0 £ LT) 
10 tiWiM (%) C:60. 49 H: 5.28 N:11.29 
HMIfit (%) C:60.26 H: 5.38 N:11.02 
1 0 

l - ( 5 - * h ± klz: 1 ~ 2* gvhz: 2 - 7 ~;u--f >; K — /w— 3 -^f /v;fty^7K~ 
/v-) -4- (2-K°i)£W bX7^y jit 

.15 HftjfS2 16t 

Ttl^flHt (C 26 H 26 N 4 0 2 -HC1-1.2H 2 0 t UT) 
fHH® (%) C:64. 44 H: 6.12 N:11.56 
H^llfil: (%) C:64.59 H : 5.93 N:11.21 

m&m i i 

20 l — n. 5 2 — ( 4 - 7 ;v & 7 ^ =• ;v) <± 1/ K — >v - 3 - <± ;v 

£j\s7$^su2 -4- (2-^y^/v) ¥r±2V> ~j&mm. 

1 5 9 °C 

7C^^-^fiiI (C 26 II 25 FN 4 0-2HCl-0. 75H 2 0 t LT) 
tf-^Mt (%) C:60.64 H: 5.58 N:10. 88 
25 ^fl'Htt (%) C:60. 77 H: 5.49 N:10. 53 

mmm 1 2 

1 - [ 1 -/-^/V- 2 - (4 - b KP^^7x^) ^ >- K — — 3 

-4- (2-Wi?JV) ¥j^7J£>lMMM 
MM 2 7 2 °C 



WO 01/43746 PCT/JP00/08782 

• 31 



5i,mft%tm (C 2 5H24N402-HC1 t Ut) 

W"JMI (%) C:66.88 H: 5.61 N:12.48 
llftf (%) C:66.45 H: 5.60 N:12. 35 
1 3 



^2 8 3t; 
TtmtttitU (C 27 H28N40-HC1 tit) 

thJMt (%) C:70. 35 H: 6.34 N:12. 15 
10 HiH (%) C:70. 16 H: 6.48 N:12. 13 

mmm i 4 



2 7 7 °C 

15 TcSt^flfltC (C 2 5H 2 4N40-HCl-0. 9H 2 0 t LT) 
ft^Lfig (%) C:66.85 H: 6.01 N:12.47 
SHtt (%) C:67.05 H: 5.92 N: 12. 44 
,,J ^^iJ 1 5 

1— (1. 5. 6 - h !l 2 -7x^y|//f >■ - 3 - ^f/V^^^/V) - 

20 4 - ( 2 - tf y ^ j&^ifc 

S*^ 1 7 4 °C 

TcSft^fHIC (C 27 H28N40-HCl-2. 5H 2 0 tit) 
f+^jg (%) C:64. 08 H: 6.77 N: 11. 07 
USHtt (%) C:64. 20 H: 6.44 N:11.06 
25 1 6 

1 - ( 7 - ^ b =fr - 1 - ^ gV^JZ 2 - 7x^;K V K — - 3 jV%,Vt$ — 

tv) -4- (2-b°y^^) t'^yv^ ~ 
136t 

TC^^^fffi (C 2 6H 2 6N 4 02-2HCl-0. 8H 2 0 t Lt) 
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ft^Ej[t (%) C:60. 77 H: 5.81 N:10. 90 



mm (%) 



C:60. 82 H: 6. 11 N:10. 82 



"mm 1 7 

1- (6 - * h*j/ 



4 ;vi$=. 



15 



25 



5 >V) -4- ( 2 - V !) i? fr) \f^yi>>- ~ 
1 3 8 °C 



7U*#tFHIf[ (C 26 H 26 N 4 0 2 -2HC1-1. 25H 2 0 HT) 

i 

f+^fjt (%) C:59. 83 H: 5.88 N:10. 74 
HtHC (%) C:59.92 H: 5.83 N:10. 78 

io mmm 1 8 

1- (1. 6 2 -y 1/ K— 3 - ^ ;V$) — -4 



iSfe^C 168-169 °C 

TtmfttitiM (C 2 6H26N40-HCl-2. 5H 2 0 t IT) 
tf*3M£ (%) C:63.47 H: 6.55 N:11.39 



smut (%) 



C:63.38 H: 6.26 N:11.33 



m&m i 9 



20 S4,& 1 9 4 °c 

Tn^^-frfil (C 24 H 2 3N50-2HCl-5. 1H 2 0 b LT) 
f+^fjl (%) C:51.27 H: 6.31 N:12. 36 
H$!MH (%) C:51.29 H : 6.01 N:11.90 



If litL 



mm 2 o 

1 — ( 5 - -7 fv^rxx - l — ^-;v~ 2 — y zr. >- K — 3 -4 /ujjjutf^ 

,u) - 4 - ( 2 - b° y t?/V) bV7^y 

Ik;ft 1 3 1 °C 

TtmfttitiU (C 2 5H23PN 4 0-HC1-1. 5H 2 0 t LT) 
ff^jit (%) C:58. 37 II: 5.49 N:10. 89 
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HillKii (%) C:58. 51 H: 5.35 N:10. 87 

m&m 2 1 

^aj -4- ~ 

5 1 3 3 °c 

7G*#*HI[ (C 2 6H26N402-2HC1-H 2 0 £ IT) 

ff-IFtt (%) C:60. 35 H: 5.84 N:10. 83 

HPJfiS (%) C:60. 20 H: 6.03 N:10. 93 
JSiatM 2 2 

10 1- ri - - -f >" K — /I^— 3 — i }V J) )V i$ - 

m& 1 1 6°c 

7bmft#ri$. (C 2 3H22N40S-2HC1-1.4H 2 0 t IT) 
frHfcfil (%) C:55. 18 H : 5.39 N:11.19 
15 MMM (%) C:55. 48 H: 5.27 N:10. 89 
§£i£M 2 3 

2— [1- [4- ( 1 — * f-tV— 2 — ~7 x^Jhd > EnZkLZ 3 — -</V^7/k^^^) 

jHi^ 1 1 3 °c 
20 ' jE-f t^FAB-MS m/z: 4 1 3 [M+H] + 
SiJtM 2 4 

1- ( 1 - * 2 - 2 £ — /^-^ >^ K — /I--- 3 — ^ /^yjyl^/js^.^) — 4 — 

1 7 7°C 

25 TimfttiriM (C 2 5H24N402'HC1-1. 9H 2 0 £ LT) 
f+^jjt (%) C:62. 15 H: 6.01 N:l 1.60 
'HIM 41 (%) C:62. 43 H: 6.30 N:ll. 19 

m&m 2 s 

1- ( 1 - ^f /V - 2 - 7a^;W y 3 -/f —4- 
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( 4 - b° \?s< z H y MMM 

m& 331t 

7C#^^fiil (C 25 H 24 N 4 0-HC1-0. 2H 2 0 t LT) 
'fjrM-W. (%) C:68.78 H: 5.86 N:12.83 
5 HSOflS (%) C:68. 77 H : 5.80 N:12.85 

m&w 2 6 

1- ( 1 - ? ^-JV— 2 - y a^;l//f ^ K — 3 -4 /Vti )Vt$.~;V} -4- 

( 5 - * fvk - 2 - V y g£zkj Z ^ ^ ffigfrffi 

®L£ 2 0 2 °C 
10 TC^^-^Ttt (C 26 H 26 N 4 0-HC1-1. 8H 2 0 £ Lt) 

ff-^-fjl (%) C:65. 14 H: 6. 43 N: 11. 69 

US!) fit (%) C:65. 35 H: 6.42 N:11.39 
W&Wi 2 7 

1- (4 — ^ P P — 1 — ^=f-jV— 2 - 7 x = /W/f K— /P— 3 — ^)Vjj?Vi$.=~jV') - 
15 4 - ( 2 - fc° y vvW fc^ gj£_>: jfcl^jfc 
MM. 7 4°C 

tc3B##HI (C 25 H 23 C1N 4 0-HC1-H 2 0 <t Lt) 
tUf-fit (%) C:61.86 H: 5.40 N:11.54 
H$!HC (%) C:61.46 H: 5.79 N:11.48 
20 §git#lj 2 8 

1- (6 — ^pp— 1— ^ 2 — 77 ^—/Wf ^ K — 3 —4jVft/Vi$=^;v') - 

4 - ( 2 - b° y v?/k) jfc^li£ 
9 2 °C 

TC^^-Wffi (C 25 H 23 C1N 4 0-HC1-1. 2H 2 0 <t L"C) 
25 fh^'fii: (%) C:60.94 H: 5.36 N:11.37 
%W\\% (%) C:61.03 H: 5.47 N:11.60 

mmm 2 9 

1— ( 1 — * ^vP — 2 - 7 1/ \< — jV— 3 - ^ t) ;v 7]i =. )V) -4 — 

( 5 - ^ ±JV - 2 - b° y v^k) g i> 1/ ZLi&mM. 
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Wt& 2 4 9 °C 

7C9ft##Hfi (C 26 H 26 N 4 0-2HC1-1. 5H 2 0 t LT) 
tHS-fit (%) C:61.18 H : 6.12 N:10. 98 



mm (%) 



C:61. 12 H: 6. 17 N: 10. 47 



ig#j3 0 
1 - ( 4 - 7 



1 — ^ gvkl- 2 — 7xJ:;K ^ — 3 - -f )V % ■ }V 7$ =. 



10 



20 



25 



/P) - 4 - ( 2 - b° U i?/i<) h°-< 2Jl± 
2 0 51C 



5>^lfjfi: (C 25 H 23 FN 4 0-HCl-2. 5H 2 0 £ LT) 
H-IMfi (%) C:60. 54 H: 5.89 N:11.30 



mm (%) 



C:60. 55 H: 5.73 N:11.35 



3 1 



>±1 



( 7 — yjvirvi — \ — * fvt^ 2 - 7x ^yu^ >- K— 3 -^^^771^^'^ 
- 4 - ( 2 - t° y 2 ^ 



15 m& 2 5 5t 

TS^^-^M (C 25 H 23 FN 4 0-HC1-2H 2 0 t LT) 
f+^fjg (%) C:61.66 H: 5.80 N:11.51 
(%) C:61.52 H: 5.60 N:11.38 



mm 3 2 



( 1 — ^.^-jv— 2 - 7xr;;K ^ K — A' — 3 - >f /t/tf - 4 



( 2 - b° y vvl--) 



MM 2 3 3 °C 

^m^Wiii (C 2 6H26N4O'HCl-0. 5H 2 0 «fc L"C) 
ff^fjt (%) C:68. 49 H: 6.19 N:12.29 



mm (%> 



C:68. 36 H : 6. 19 N: 12. 29 



"t^M 3 3 



1- (1, 5 - ^^ - 2 - 7x-;k^ y K-^~ 3 -^f ;Vj?;l/^-;i/) —4 
( 3 - bf y vvv) bf-^ 2 ^ > = 



TcSf^flHit (C 26 H 26 N 4 0-2HC1-3H 2 0 t Lt) 
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ffJfflS (%) C:58.10 H: 6.38 N:10.42 
(%) C:58. 15 H: 6.07 N:10.33 

mmw 34 

l- (l, 5 - ^^f /w- 2 - 7j=;Kv K"^- 3 ->f -4- 

3 2 2°C 

7C^^-*f#: (C 26 H 26 N 4 0-HCl-0. 5H 2 0 t LX) 
ff^jjt (%) C:68. 49 H: 6.19 N:12.29 
MffiM (%) C:68. 75 H : 6.02 N:12.40 
10 StitflJ 3 5 

- 4- ( 5 - ?l <J-J\>- 2 - t° V t°^<7-i?>- l&miM. 

1 5 1 °C 

jtmfttirW. (C 27 H 27 FN 4 0-HC1-2H 2 0 t Lt) 
15 f+^tjit (%) C:62.97 H : 6.26 N:10. 88 
H$!Hii (%) C:63.09 H: 6.36 N:10.75 
M&ffl 3 6 

1— Tl— (2-7;^tP^f^) — 2 - 7 >- K" /W— 3 — ± fVftjViR 

-4- ^ ffigfrfc 

20 Hi^2 1 7°C 

TcKf^tfHS: (C 26 H 25 FN 4 0-HCl-2. 5H 2 0 £ tt) 
fflMS: (%) C:61.23 H: 6.13 N:10.99 
Hillflfi (%) C:61.29 H: 5.84 N:11.00 

m&m 3 7 

25 l- ( i —zcftv— 2 - 7x^;W >: Kn 3 zjTlMfel^ -4- 

( 5 - t< - 2 - b" y \f^< Z 2 ^ Sftlfeifc 

m& 1 3 2°C 

7t*##Hit (C 27 H 28 N 4 0-HCl-2. 5H 2 0 t Lt) 
ff-^ffi (%) C:64. 08 H: 6. 77 N:11.07 
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$!H( (%) C:64. 11 H: 6.68 Nrll.Ol 

3 8 

1- (1, 5, 6 - h !J ^- 2 - 7x=;i//f y K-^- 3 - = - 

4- (3-b°yvvV) M a ^yjy > MMM 
5 ife^C 2 6 0°C 

7C*##HI[ (C 27 H 2 8N40-HC1-0. 7H 2 0 t LT) 
• f+^fjt (%) C:68.47 H: 6.47 N:11.83 
MWHU (%) C:68.51 H: 6.40 N:11.88 
Mit^J 3 9 

10 1- (1. 5. 6 - h y ^ gvj^z 2 - 7x^;K \s K— 3 -^/^#/M<^/^) - 
4 - ( 4 - b° U tf^ 2 2 ^ 



3 4 2 D C 

TUmfttitiW. (C 27 H 28 N 4 0-HCl-0. 5H 2 0 t IX) 
fUfcfll (%) C:69.00 H: 6.43 N:11.92 
15 Hit (%) C:68. 72 H: 6. 32 N:11.84 
giJtflJ 4 0 

1— (5-^pp-1 — p< ^VW — 2 -7i^;K ^ tin 3 -4 /UZ)j]s7$~/U) 

4 - ( 3 - e y v?^) 



1 2 0 °c 

20 Ttmftffiife (C 25 H 2 3C1N 4 0-HC1 t VX) 

ff^fg (%) C:56. 61 H: 5.89 N:10. 56 
MlMiW. (%) C:56.44 H: 5.62 N:13. 15 

mmm 4 1 

1- ( 5 - ^ P P - 1 -y<f^- 2 -7x^;W ^ K-^~ 3 - 
25 4 - (4 -fc'U£W fc^^v^ ffijfejfi 
& 2 1 .6 °C 
i,J i£{5>J 4 2. 

1- [1, 5 -v^ ^A-- 2 - (3-HJ7^tP^^7j^^) ^ ^ K— A-- 

3-^A7J;l^~/H - 4- ( 2 - t° y y^k) ¥dL2JZ>: 
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MA 2 6 4°C 

TVmttVrU (C 2 7H25F3N 4 O-HCl-H20 t IT) 
ff^-fji (%) C:60. 84 H: 5.30 N:10. 51 
Hil'i'fifi (%) C:60. 62 H: 5.48 N:10.51 

5 mmm 4 3 

1- (1. 5 - i?* gvlm 2 ^ K — Am 3 — ^/Vfl/UzK — ^) -4- 

(3-b 0 lJvVl-) h°^7^y-4-t^->K 
ib^ 1 8 8°C 

7c3|f^*f1l£ (C26H26N4.O2-2.5H2O h LT) 
10 frUMS (%) C-66.22 H: 6.63 N:11.88 
%M\% (%) C:66.23 H: 6.23 N:11.51 

mmm 4 4 

1 — ( 5 — & — 1 — ^ ^VW — 2—7 x£7Wf >: K"A— 3 — >f yt» # aft 

AO -4- (3-^y^A) #jL^*fc 

15 2 7 6 °c 

7£3t#*Ht (C 2 5H23FN 4 0-HC1-H20 t It) 
fhHtflt (%) C:64. 03 H: 5.59 N:11.95 
MMiU (%) C:64. 37 H: 5.60 N:11.94 

nmm 4 5 

20 1 - ( 5 - yjvjra - 1 - * gvi^ 2 - 7 s EiA^£ >: K— a- 3 ->f a# Azjf = 
zi^) -4- (4-t: 0 yvvW e^^s^ jftBfrte 

S*^ 3 4 0°C 

5n*^tffflfi (C 2 5H23FN40-HCl-H 2 O t UT) 
f+^jiS (%) C:64. 03 H: 5.59 N:11.95 
25 H^JM (%) C:63.99 H: 5.53 N:11.89 
$^it#ij4 6 

1- (1, 6 — is ^A — 2 — ~7 ^ — A-f ~y K~ A — 3 —4 A# A/K~ A) —4 — 

( 3 - b° y 2 H > M30£M 

1 9 9 °C 
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7C*##Ha (C 26 H 26 N 4 0-HC1-:L2H 2 0 t IT) 
tHHK (%) C:66.64 H: 6.32 N:11.96 
Hailflt (%) C:66.42 H: 6.44 N:11.73 

mmm 4 7 

1- (1, 6 —i?^ 2—17 a^z=-)Vs( 1/ K-;V- 3—4 ;V -ft )V ~ >V) — A — 

Hift 3 3 3°C 

7£3ff##H6 (C 26 H 26 N 4 0-HC1 t IT) 

tMlflg (%) C:69. 87 H: 6.09 N:12.53 
mS'Jjit (%) C:69. 62 H: 6.18 N:12.47 

m&m 4 8 

1- ( 1 - ^ f - 2 - 7 x ^;>^f y - 3 - ^f /l/^l^^^^) -4- 

(5- — hP-2-b°y 2 ^ ^ ISifeifc 

ik^ 2 5 8 °C 
15 7C^^*ffm (C 25 H 2 3N 5 03-HC1 t LT) 

fh^flft (%) C:62.83 H: 5.06 N:14.65 
HSUflt (%) C:62.94 H : 5. 26 N:14. 59 
9 

1- (1—^^-/^—5, 6 - £ <?■ u > jy^r 5r*s— 2 - "7 ^ =->v4 is K — fV— 3 — 
20 4 ;v t) ;v i£ ~ jv) -4- ^Bfejfe 
l»j£2 0 7°C 

7G9?f##ffli (C 26 H 2 4N 4 0 3 -HC1-1. 5H 2 0 t IT) 
f+^fg (%) C:61.96 H: 5.60 N:11.12 
MMM (%) C:62.16 H: 6.00 N:ll. 02 

25 5 0 

1- (4-t°Vi?JU) 4 > \*^JV — 3 — ^ )Vj3 jVi$, =- }V~\ 
ife^k 2 3 3 °C 

75^^-#f1tt (C 24 I1 23 N 5 0-HC1-H 2 0 t LT) 
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tUMi (%) C:63. 78 H: 5.80 N:15. 50 . 
(%) C:64. 08 H: 5.58 N:15. 66 

m&m 5 1 

5 ftjMLsvk] - 4 - ( 2 - » ^^yjy^ MMM 

Mj& 1 9 8 °C 

Ttmtttirm (C 2 7H28N403-HC1-2H 2 0 tit) 
ff^L-fifi (%) C:61.30 H: 6.29 N:10. 59 
(%) C:61. 45 H: 6.60 N:10. 57 

io mmm 5 2 

1- (1, 4 - ^> f /t'- 2 - 7 y K"^ - 3 - ^f ^j?;Hl^=./l/) — 4 — 
( 2 - b:° U vviQ g ^ ifcBfeifi 
S<L&2 1 0°C 

TcHt^iS (C 26 H 26 N 4 0-HC1-H 2 0 t Lt) 
15 f^tt (%) C:67. 16 H: 6.29 N:12.05 
H$!Mit (%) C:67.45 H: 6.11 N:12. 24 

m&m 5 3 

XjUTjj^jUl -4- ( 2 - V i? fr) ^<2J^>L^MM 
20. 1 3 7°C 

TCmfttitiU (C 27 H 28 N 4 0 2 -HC1-1. 5H 2 0 t LT) 

ft^-fit (%) C:64. 34 H: 6.40 N:11.12 

H^Jjfi (%) C:64.10 H: 6.79 N:11.02 
9Ht&W 5 4 

* 

25 1- ( 1 - ^f-yv— 2 - 7j^;W ^ K-;i/ - 3 - ^/>^^tf?=^) — 4 — 
( 3 - y s?^) tr^ 2 2 > ~ 4 - £ ± *s K 

ytm^^fU (C 25 H 2 4N 4 0 2 -2H 2 0 Ht) 

f+^fit (%) C:66.95 .H: 6.29 N:12.49 
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HMHtt (%) C:67. 13 H: 6.20 N:12.26 

s 5 

5 2 3 7°C 

5£5B##Hf[ (C23H22N4OS -HC1 • 0. 5H2O t LT) 

(H-gMt (%) C:61.67 H: 5.40 N:12. 51 

HSlHii: (%) C:61. 41 H: 5.34 N:13. 12 
®£it0IJ 5 6 

p 

10 1- ri. 5-v ? ^^'/V-2- (4->f/V7x=:;U) ± > K — A; - 3 - ± 
^j^vA] -4- (2-b°y> ? A) K^j2_2>_^M^ 
Bt^ 2.3 7°C 
5 7 

1— ri. 5 - ^a- 2 - (4-^fP7i^/v) 

15 a#~/H -4- (2-t°y^A) 

ftk£ 1 9 8 °C 

TC^^Wflt (C 2 6H25N503-HC1-1.5H 2 0 Lt) 
ffj|fi£ (%) C:60. 17 H: 5.63 N:13. 49 
MMW. (%) C:59.90 H: 5.66 N:13. 28 
20 m&ffl 5 8 

1 — (1, 5 — f-fV— 2 — 7x^;l/^f >- K — JV— 3 — -Y ;v% >vi$~)\>'') - 4 — 

( 5 - - p - 2 - \? y g£A) 2 ^ 
ife^c 2 3 3 °c 

7C*^*f«: (C 26 H 2 5N503'HCl-2. 3H 2 0 fc It) 
25 ftlMH (%) C:58. 54 II: 5.78 N:13. 13 
HSOflt (%) C:58.30 H: 5.33 N:13. 04 

5 9 

1— (1, 5 — i?* fA'— 2 - y x^/U^ V K — A— 3 — ^ /V^A'^g/V) — 4 — 
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jH& 1 9 2 °C 

7G*#*rfl[ (C 2 7H29N503S-2HC1-2H 2 0 fc IT) 
ff^Lltfi (%) C:52.94 H: 5.76 N:11.43 
HSlJ-lit (%) C:52. 79 H: 5.36 N:11.56 

5 ' mmm 6o 

N- (endo- 8 "f-fV- 8 -Ttf\?l/# E [3. 2. 1] - 

1 3 2 - 1 4 2 °C 

5^*^WfiS (C 24 H 2 7N30-HCl-3. 5H 2 0 t IT) 
10 ft^'fit (%) C:60. 94 H: 7.46 N: 8.88 
HSHfil (%) C:60. 84 H: 7.23 N: 8.57 
t^it^!j 6 1 

N- (endo- 8 ^/W- 8 -7f g P f3. 2. 1] ^ff-3-^A-) - 

15 MM 

ffl& 2 1 0°C 

7G##*Htt (C 25 H 29 N 3 02-HC1-H 2 0 t LT) 
ff^^ (%) C:65. 56 H: 7.04 N: 9. 17 
H^HlS (%) C:65. 59 H: 6.95 N: 9.18 
20 ^jt^lj 6 2 

N — (endo- 8 gvt^ 8 -Tif gvl£ P [3. 2. 1] ^^-3-^/k) 

2 6 1 °C 

7t*##Hft (C 2 5H 2 9N 3 0-HC1«2H 2 0 £ LT) 
25 fUMt (%) C:63. 08 H: 7.19 N: 8.82 
HS'Jifi (%) C:62. 68 H: 7.03 N: 8.93 

mmm e 3 

N- (endo- 8 ^JV- 8 -Tif P [3. 2. 1] £ £ £ - 3 - 4 /V) - 
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1 4 2 °C 

7tm&%T\fc (C 2 5H29N3P'HCl-0. 7H 2 0 t It) 
tH)tflS (%) C:68. 78 H: 7.25 N: 9.62 
HWiit (%) C:68.60 H: 7.26 N: 9.73 

5 w&m 6 4 

N- (endo- 8 —*?-}V- 8 -Tlf bf'>^ P f3. 2. 1] ^ff-3-^/W - 
5 p p — i -^t^^ - 2 _ 7 j. -;]^ >- K — 3 - # =fr $ K 

Bfe^ 2 4 7°C 

7C3R#*ftt (C24H26C1N 3 0-HC1-2H 2 0 £ LT) 
10 tflUE (%) C:60. 00 H: 6.50 N: 8.75 
HSlUE (%) C:59. 99 H: 6. 34 N: 8.74 
|Si3g0!l 6 5 

N- (endo- 8 — * 8 -Tlf'fv^ P f3. 2. ll ^-^^-3-^T/W) - 

15 7t 

(C23H26N4O t LT) 
fflMt (%) C:73. 77 H: 7.00 N:14. 96 

HSlMt (%) C:73. 46 H: 7.11 N:14. 84 
6 6 

N — (endo- 8 -^^VW- 8 -Tlf P [3. 2. 1] ^ ? - 3 /V) - 

s*^; 1 4 5°c 

TC&^flHt (C 23 H26N40-0. 2H 2 0 t LT) 

ft^fjft (%) C:73. 07 H: 7.04 N:14. 82 
25 (%) C:73. 11 H: 6.97 N:14. 81 

mmm e 7 

N — (endo- 8 —ff-jV— 8 -Tif tf ^£ E f3. 2. ll ? ? - 3 - ^ /U) - 

5 - ZJk^JE — l fvLzz 2-7 jL^/v^r v K — /i" — 3 -^7^^^--^- ; F S 



WO 01/43746 PCT/JP00/08782 

44 

i&Xfc 3 1 5°C 

7K$kft%r\& (C 24 H26FN 3 0-HCl-0. 5H 2 0 t Lt) 
ff^fit (%) C:65. 97 H: 6.46 N: 9. 62 
(%) C:66.03 H: 6.43 N: 9.56 

5 m&m 6 8 

N — (endo- 8 — * gvV^ 8 -Tif P [3. 2. 1,1 ^^-3-^/lQ - 

l-7<^/^-2- (2-t7f;v) 4 y K "-/!■" — 3 — # A- *K ^ -fr ^ K 

1 8 5 °C 

7C*^*ffM (C 2 8H 29 N 3 0-0.25H 2 0 t Lt) . 
10 f+^jtt (%) C:78. 57 H: 6.95 N: 9. 82 
UPHiS (%) C:78. 50 H: 7.00 N: 9.87 

mmm e 9 

N- (endo- 8 — * fvW- 8 -Tf* tf-^ P [3. 2. 1] ^-^^-3-^/1^) - 
7 P P - 1 ^vU- 2 - y is Y—fr— 3 - # ^ -fr 5 K MMM 

15 jSk^ 156-157 °C 

jtmfttfxife (C 24 H 26 C1N 3 0-HC1-1. 5H 2 0 t Lt) 

H-3¥fi£ (%) C:61. 15 H: 6.41 N: 8.91 

HSIHIS (%) C: 6.1. 02 H: 6.14 N: 8.93 
*tfftfc|7 0 

20 N- (endo- 8 *3~)V- 8 -TifbT^^ P f3. 2. 1] £ g £ - 3 - >f - 

-^^/v- 2 - -7 ^=-/v^ is VtzAlzz 3 — jj i$ * V % K 

it 

<im 

fflL& 1 9 2°C 

7C*^*fiS (C 24 H 26 BrN 3 0-HCl-2. 5H 2 0 t It) 
25 t^lS (%) C:53. 99 H: 6.04 N: 7.87 

(%) C:54. 23 H: 5.69 N: 8.05 

$!J3t0!l 7 1 

N- (endo- 8 - > ^/V- 8 -Tjf P [3. 2. 1] ^-^^-3-^/U) - 

5 —jsTS — 1 — * <3-jV— 2 -:7_-c~yl^ > ¥ — 3 - # =fr jj- ^ K MM£M 
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328-329 °C 
5c3fc##Hi£ (C 25 H 26 N 4 0-HC1-1.25H 2 0 t It) 
ff-^fi {%) C:65. 64 H: 6.50 N:12. 25 
MffllU (%) C:65.37 H: 6.10 N:12. 13 
5 gtjgM 7 2 

N- (endo- 8 — ^ ^vP- 8 -Tlf'lfv^ P [3. 2.11 ^-^^-3 — f/l-) - 

6 p p - i - ^ ^/ix- 2 - y ^~>v4 is KrAiz 3 -#A^'=frl7- $ K j^^^ 

1 8 4 °C 

K.mft%tm (C 2 4H26C1N30-HC1-2H 2 0 t Lt) 
10 ff^it (%) C:60.00 H: 6.50 N: 8.75 
H 90 its (%) C:60. 27 H: 6.13 N: 9.12 
»ia£0»J 7 3 

N- (endo- 8 gvj^ 8 -TIP b'v-^ P [3. 2. 1] ^-^^-3-^;P) - 
4-^pp-1-^ 9Vt^- 2 - 7 j z=-)V-i 1/ K-;v- 3 -^7^aK^--9- $ K 
15 ik^ 308-309 °C 

E I -MS m/z : 4 0 7 [M] + 

mmw 7 4 

N- (endo — 8 — p< f-jV — 8 -Tft"^^ P f3. 2. 1] ^ff-3-^/l-) - 

\ - **5->v- 2 - (2-^-^) 4 1/ K-/i^- 3 —iOJ^i^^rfX K 

20 3 3 0 °C 

7Eifl##ffii[ (C 2 2H25N30S-HC1«0. 25H 2 0 t Lt) 
ff-^flt (%) C:62.84 H: 6.35 N: 9.90 

H 80 -fit (%) C:62.84 H: 6.31 N: 9.85 

WkT&m 7 5 

25 N- (endo- 8 8 -Tlf -tf^^ P f3. 2. 1] - 

MM 

2 0 2 °C 

TG^^/Hit (C 24 H 26 FN 3 0-HC1-1.6H 2 0 t b*C) 
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H*jHi£ (%) C:63. 11 H: 6.66 N: 9.20 
PHtt (%) C:62. 93 H: 6.31 N: 9.05 
7 6 

N- (endo- 8 ±JV^ 8 -T~*f tf->^ P f3. 2. lj ^^-3-^/1-) - 
7 - ^ fc jg. >y- i — /. gyt^ 2 7 jc ^yl^^ >- K — />— 3 - # A' # 3- -fr g K 

mm. 

MA 2 3 4°C 

E I -MS m/z : 4 0 3 [M] + 

1,1 mm 7 7 

10 N — (endo- 8 9vP- 8 -Tjf E"^? P [_3_. 2. 1] - 

6 - l - ^ gvklz: 2 - 7 ^ ^ ¥ — )V— 3 zv^jMjjL^: § K 

MM 



fe^C 2 2 4 °C ' • 

E I — M S m/z : 3 9 1 [M] + 

i5 7 8 

N — (endo- 8 —J- f-)V- 8 - T ^r\f*/9 P [3. 2. 1] ^^^-3-^/V) - 

4 - p — i — t< ^vw — 2 - 7 j ^wf ^ K — /k— 3 - a^Mjjf:^: § K 



jft^C 2 5 9 °C 
20 E I -MS m/z : 3 9 1 [M] + 

Wk&n 79 

N — (endo- 8 gyl^ 8 -7f P [3. 2. 1] ^-^^-3-^^V-) - 

6 -*y^jy-\-A±Jk- 2 - 7 g. ^zK >- K~/v- 3 -jT/j^jj^f; § K 



25 Mkj& 1 7 6 °C 

E I -MS m/z : 4 0 3 [M] + 
i,J ^$J 8 0 

N — (endo--8 <f-/V- 8 - T if b"v^ P [3. 2. l] — 

l --f y^Pt>-2 -7x^W> K — — 3 - jj y£ K 
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m& 3 0 1 °C 

TtmfttirW. (C 26 H 3 iN 3 O-HCl-H 2 0 t Lt) 

ttWiB (%) C:68. 48 H: 7.51 N: 9. 21 
H^HC (%) C:68. 86 H: 7.33 N: 9.23 

5 m&m si 

N- (endo- 8 -'O'itjV— 8 -7fb'->^ P f3. 2. 1] ^^-3-^/lQ - 
1 . 5 - i?* f-jV- 2 - 7 ^=-;Vs( > 3 -p}Vi$*c-yr % K •jfejfejfe 

2 2 8 °C 
E I -M S m/z : 4 6 3 [M] + 
10 UmW 8 2 

N- (endo- 8 <f~?\> — 8 -Tjf gV£ P [3. 2. 1] ^-^^-3-^;W) - 
7 -^P^fr- 1 — ff-fV — 2 — >: K — yp- 3 -fl^ffEdr-fr^ K 

182-183 °C 
' t5*#*HB (C 24 H 26 BrN 3 0-HCl-l. 5H 2 0 t LT) 
15 l+^ffi (%) C:55.88 H: 5.86 N: 8.15 

(%) C:55. 43 H: 5. 43 N: 8.12 

m&m 8 3 

N- (endo- 8 -^^V- 8 -Tlftf p» [3. 2. L3 ^ ^ ~ 3 - ^ A-Q - 
6-!7 J P^--l-^ ^/V- 2 -7x-^-< X K — ^~ 3 = ^2kljijt±J K IfeBfeffi 
20 iSLft 1 8 3 °C 

TC^^tfriK (C 24 H 26 BrN 3 0-HCl-l. 75H 2 0 i: LT) 

ff^fH (%) C:55. 39 H: 5.91 N: 8.07 

MfflliU (%) C:55. 12 H: 5.32 N: 7.99 

m&m s 4 

25 N- (endo- 8 -T±^/^- 8 — 7*1? tf P [3. 2. 1] ^^-3-^/1^) ~ 
1 , 5 — g^2* ±Zj^= 2-7x y yr — ji,— 3 -fl^affdf-j*- g j£ 

Wifo 226-231 °C 

TC^^-^ffit (C 26 H 29 N 3 0 2 -0. 4H 2 0 t LT) 

ff^iit (%) C:73. 87 H: 7.11 N: 9.94 
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fit (%) C:73. 82 H: 6.97 N: 9.86 
U&M 8 5 

N — (endo- 8 g — 8 -Tlf'tfv^ P [3. 2. 1] 

3— >f/V) -1. 5 f - 2 - 7xr:;l,^ y K"/^- 3 - ^7^^>t ^ K 
5 m& 2 1 0 - 2 1 4°C 

7cSf##Ha (C25H29N3O3S t it) 

ff^fjl (%) C:66.49 H: 6.47 N: 9.30 
H$!Mi£ (%) C:66. 21 H: 6.49 . N : 9.13 
8 6 

10 N- (endo- 8 =^)V- 8 - T if P f3. 2. 1] ^^-3-^/1-) - 

1 - ^ gvW; 2 - ( 4 — ^ h^-^7x^;V) ^ V K — 3 - ^ aft »fr -fr 5 K 



M 2 5 2 °C 

7tSt##Htt (C 2 5H29N302-HC1-H 2 0 IX) 

15 (%) C:65. 56 H: 7.04 N: 9.17 

$9il£ (%) C:65.67 H: 7.09 N: 9.24 
8 7 

N — (endo- 8 — * ^>V- 8 -TIT P f3. 2. 1] ^-^^-3-^/P) - 

20 jfltft 2 6 3t 

TCm^-HTfit (C 24 H 26 C1N 3 0-HC1-H 2 0 tit) 
fHHit (%) C:62. 34 H: 6.32 N: 9.09 
WAiiM. (%) C:62. 14 H: 6.66 N: 9.10 

umm 8 8 

25 N — (endo- 8 f-;V — 8 -Tjf'b:"^^ p [3. 2. 1] ^-^^-3-^T/I^) - 
4 — ^P -7* 2 - 7 1/ Y — 3 — # ^ ajOr f- g K 

£ 3 2 2 °C 
E I — MS m/z : 4 5 1 [M] + 

mm 8 9 
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N- (endo- 8 8 -TW^f g [3. 2. ll 3 -^Ap 

Sb^k 268-269 °C 
5 I^t>TAB-MS m/z: 3 8 8 [M+H] + 

mmm 90 

N- (endo- 8 8 -Tlf'ev-^ P [3- 2. 1] - 

1 -j. ^jv- 2 - ( 4 - 7 ;VJru 7 ^ >: K — 3 -^J/U-^^rlf § K M 

10 Slt£ 3 0 2 P C 

HtyFAB-MS m/z: 3 9 2 [M+H] + 

9 1 

N — (endo-8-^f^-8-7f b'v^^P T3. 2. ll #-3-4 fr) - 

15 

jK^k 3 3 8 °C 

jE-f tyFAB-MS m/z: 3 9 0 [M+H] + 
$S{i£0iJ 9 2 

N- (endo- 8 - T If If is? g T3. 2. ll ^^-3-^^) -1, 5 - i? 

20 p< f-jv — 2 - 2 s ^JkfL ~y K~ 3 zMMl § i£ jUHjj 
jgkjft 3 2 3°c 

7G##*HI (C 24 H27N3O-HCl-2H 2 0 £ U) 
ft 3? AS (%) C:64.63 H: 7.23 N: 9.42 

H^ljfit (%) C:64. 80 H: 7.06 N: 9.44 - 
25 $g3£#lJ 93 

N- (endo- 8 8 -Tif tf ^ g f3. 2. ll - 3 f /U) - 

1 - ^ 2 — 7 ^ K— 3 =L^LZkJ!iL^Li K 

Mfo 2 7 3 °C 

E I — M S m/z: 4 4 9 [M] + 
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10 



mm 94 

N- (endo- 8 -fr/U^/U- 8 -TV P f3. 2. ll ^ff-3 i_M ~ 

fife j& 256t 

5 (C24H25N3O2 Ht) 

tf-#fli (%) C:74. 39 H: 6.50 N:10. 84 
H^HC (%) C:74.20 H: 6.53 N:10. 99 

m&m 9 5 

N- (endo- 8 - * 8 -Tif If is 9 g [_3_. 2. ll 3 -^fAp - 

Rkjft 2 8 0 °C 

7£*4>*T«: (C 2 6H3lN30-HCl-1.25H 2 0 £ LT) 
f+|P{i£ (%) C:67.81 H: 7.55 N: 9.12 
MMife (%) C:67.81 H: 7.22 N: 9.27 

15 mmm 9 e 

N — (endo- 8 gvV= 8 -Tlf g f3. 2. ll ^ * - 3 -WVW - 

4, 5 - h ]) *^->V- 2 -7 =c=- )V4 > K — 3 - # tff sfr -fr 5 K JfeftlfeSS 
16^ 2 6 4°C 

E I -MS m/z : 4 0 1 [M] + 

20 -wmm 9 7 

N- (endo- 8 f-)V- 8 -Tif 'tf^ g F3. 2. ll ^ ^ - 3 - A) - 
x _ yU _ 2 - ( 3 - b U ^A^P > f/V7 ^ ^ K — JV— 3 -#A7^ 



2 3 0 °c 

25 7tm^fx\% (C 25 H26 F 3N30-HC1-1. 5H 2 0 t It) 
ffMMft (%) C:59. 46 H: 5.99 N: 8.32 
$!Hit (%) C:59.36 H: 5.78 N: 8.34 
9 8 

N- (endo- 8 ^A— 8 -Tiftf^^ g [3. 2. 1 1 ± V $ - 3 - -± AO 
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(3-SU7;^P^ b^^7a^/» ^ F — fV-Z-iOfV 



,^2 6 1°C 

fcmfttitm (C 2 5H26F3N302-HC1-1.5H 2 0 t IT) 
5 It^ft (%) C:57. 64 H: 5. 80 N: 8.07 
UPHtt (%) C:58.04 H: 5.56 N: 8.36 

m&m 9 9 

N- (endo- 8 - * ?->V- 8 -XlF tfi^ P f3. 2. 11 sj-^-3-^/H - 
1 _ ^^-/y- 2 - ( 3 - ^ ^i/7a=/^) V K — ^- 3 — ^7 /V ^ ^ K jfi 

LO 

2 6 2°C 

TcSSSMHt (C 2 5H29N302-HC1-H 2 0 t LT) 
fUMt (%) C:65. 56 H: 7.04 N: 9.17 
ggSllffi (%) C:65. 85 H: 6.79 N: 9. 24 
L5 SU3£0IJ 10 0 

N- (endo- 8 -^^/l^- 8 -Tlftf P f3. 2. ll - 
X _ ^ ^ /lx _ 2 _ (4 _ - h p^rc^/P) ^ >- Kn >V— 3 — ^7^^^-^^ K 

MM 2 4 4 °C 
20 Tcg&^tfHB (C 2 4H26N403*HC1-2H 2 0 t UT) 

f+^LfC (%) C:58. 71 H: 6.36 N:11.41 

H&Mfi (%) C:58.68 H: 5.94 N:11.33 
3K5t^J 10 1 

N — (endo-8-^^-8-Tf b'^y^P T3. 2. ll 2j-^-3--fV^) 
25 1 >yW- 2 - Z E^Jtd > K" 3 — # /V *H »fr -fr § K 

ILft l 3 l °c 

E I -MS m/z : 4 4 9 [M] + 
jg&til 10 2 

N- (endo- 8 f/hz 8 -Tif tf g^g P [3. 2. 1 ] ^ * - 3 ^) 
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1 9 2 °C 

E I -MS m/z : 3 8 7 [M] + 

SJitfll 1 0 3 

5 N-fendo-S- ( 4 - * ±Zk ~ 3 - ^ l^r ~M -8-Tiftf^P [3. 2. 

t 

11 a-jy*-3-^/H -l. 5 - f - 2 - 7 x = ;v^fy K";h 3 - j) 

jfifc^k 2 5 4 °C 

E I - M S m/z : 4 5 5 [M] + 
10 10 4 

N — (endo- 8 - >f V 8 - T if gVg P f3. 2. ll £ £ ^ - 3 - 

^ /V) - 1 - P< ^VW — 2 - 7 3i — /W£ ^ K — 3 -^/l^'^jf ^ K ffijt 

3 0 3°C 
E I -MS m/z : 4 0 1 [M] + 
15 Wltm 10 5 

N — (endo- 8 - is 9 P 7°p ^A-- 8 - T if P [3. 2. ll 

_ 3 — >f /W) — l — pt-^/w— 2 — 7 a. =• ^ K — fr — 3 — fl/Waff j£ if § K 

MM 

2 4 5 °C 

20 E I -MS m/z : 4 0 1 [Mj + 

7C##*Hi (C27H3iN 3 O-HCl-2H 2 0 £ LT) 

gf^jg (%) C:66. 72 H : 7.47 N: 8.64 

H8!HI£ (%) C:66. 84 II: 7.02 N: 8.58 
»l3t0IJ 10 6 

25 N — [endo— 8 — (2, 2, 2-h!l7/^PJ^) -8-Tiftf^P [3. 

2. l~\Jr-?#-3-4^~\ - l 2 - 7x=;^ y K-^ - 3 

2 4 7°C 

7n##*H* (C 25 H26F3N30-HC1-1.5H 2 0 t It) 
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ft Wilt (%) C:59. 46 H: 5.99 N: 8.32 

MMW. (%) C:59. 45 H: 5.94 N: 8.12 

m&w 107 

N- (endo-8-7<^-8-Tif^-y^P [3. 2. 1] *-^*-3-^) - 
5 i - ^ ±Jtzz 2 - ( 2 - 77l/^P7x^;V) V K v —A / — 3 -7j/M*^1J- Q_l 

MM 

2 0 6°C 

5c*^^ftt (C 24 H26FN 3 0-HC1-1. 5H 2 0 t LT) 

f+^fit (%) C:63. 36 H: 6.65 N: 9.24 

10 MMiW. (%) C:63. 74 H: 6.57 N: 9.43 
SSlitM 10 8 

N- (endo- 8 ^- )V - 8 -T if gj^g P f3. 2. 11 ^ ^ - 3 -^;l*0 - 

1-7(^^-2- (2-7'p ; &7a^) ^ K—^- 3 -#/i^^i7- g; K 

I$^2 5 2°C 

15 7cSt##HiI (C 2 4H26BrN 3 0-HCl-0. 75H 2 0 k LT) 
f+^fjt (%) C:57. 38 H: 5.72 N: 8.60 
HA ilt (%) C:57.43 H: 5.56 N: 8.44 

mmm 109 

N- (endo- 8 -^^/W- 8 -Tlftf ^ P [3. 2. l] - 

20 i - ^^-)v- 2 - ( 3 b E 7 x ^/^) ^ ^ K— 3 n^A^jjrg: S tf MMM 

1 9 1 °C 

7n*#tfftt (C 24 H 2 6N403'HC1-1. 5H 2 0 t LT) 
fflJEflft (%) C:59. 81 H: 6.27 N:ll. 62 
mMiM (%) C:59.40 H: 5.94 N:12.24 
25 gi5t0!l 110 

N- (endo- 8 ftV- 8 -Tlf g f3. 2. 1] ? > - 3 -^f ^) - 

jS!Lft 2 9 5°C 
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jcmfttirm (C25H28FN 3 0-HC1-H 2 0 t Lt) 

ft^tftt (%) C:65. 28 H: 6.79 N: 9.14 

mWM (%) C:65.15 H: 6.42 . N: 9.22 
glaffcl 111 

N- (endo- 8 -Tif tf'>^ g [_3_. 2. ll 
ife^ 3 6 5 °C 

E I -MS m/z : 3 9 3 [M] + 

susey 112 

N — (endo- 8 ziZJl ¥Lkj? E T3. 2. 1] ^-^^-3--Y^) -\-*<3->V- 
H-,ft 3 2 9 °C 

E I -MS m/z : 3 7 7 [M] + 
Sglt$J 113. 

N - (endo- 8 -Tlf tf ^ P [ 3 . 2. H^-^^-3-^/^)-5-^h : ¥ 
>>- l *f-)V- 2 - 7x^;W >- K — ?v- 3 -77/^'^-*?-^ K 
MM. 3 5 0°C 

E I -MS m/z : 3 8 9 [M] + 
114 

N — (endo- 8 -Tlf P. [3 . 2. 1] * # # - 3 - J fr) ~ 1 , 6 - 

3 2 4°C 
E I -M S m/z : 3 7 3 [M] + 

£t£0!f 115 

N- (endo- 8 - ^ ^V^- 8 -Tlf' tfi^ g f3. 2. ll ^^-3-^/W) - 
1. Q -\y ^"f-JV- 2 - (4 - 7;l/tP7xr.;t/) ^ K — >V — 3 — 7J tVi$ ± -fr 

3 0 4 °C 

^Gf^flHfi (C 2 6H28FN 3 0-HCl-0. 75H 2 0 Ht) 
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H-IM6 (%) C:65. 92 H: 6.75 N: 9.23 
fit (%) C:65. 74 H: 7.06 N: 8.74 



nmm ii6 

N- (endo- 8 8 -Tif tf C3. 2. ll - 



-W- ^ }s* -Mai?* 



Sfejfe 3 4 3t 

^mfttiriU (C 2 5H 29 N 3 0 2 -HCl-3. 25H 2 0 t It) 
tfUjl (%) C:60.23 H: 7.38 N: 8.43 
10 Hfl'Mi (%) C:60.25 H: 6.84 N: 8.68 
IBififfJ 117 

N — (endo-8-^^V- 8-T1flf^^ P f3. 2. ll ^^-3-^f/W 
1^ 5 - ^ gvt^ 2 - 7 jz^/W >- K — 3 — /t' aft 3r -fr g K 

* 

Bj& 2 5 2t 
15 7G*#*HK (C 25 H29N30-HC1-1.5H 2 0 t IT) 

(%) C:66. 58 H: 7.38 N: 9.32 
HSUffi: (%) C:66. 12 H: 6. 89 N: 9.81 
E I -MS m/z : 3 8 7 [M] + 
$Ui£0!l 118 

20 i- ( 1 — * f-/^— 2 — 7 ^=-)V4 > Y — ;V— 3 Az&2ktiL==2kl — 4- (2- 

^^tlriS (C 26 H 26 N 4 0-2HC1-3H 2 0 t IT) 
ff^fjl: (%) C:58. 10 H: 6.38 N:10. 42 
HSUM (%) C: 58. 46 H: 6.34 N:10. 16 
25 Hili 1 1 9 

1 - ( i , 5 - j/ ^ =3- ;v - 2 - y ^ =- ;v -1 y K — >± - 3 - A jv ts i$ E 
yP ) _ 4 _ ( 2 - i!° y i/ jv ) /Js fc° 7 ^ v 

ffit^-l 9 1 - 1 9 4 °C 

tg 31 # W It (C 27 H 28 N 4 0-HC1-0. 5H 2 0t U) 
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tUMfC (%) 

mm (%) 



C:69.00 H: 6.43 N:11.92 
C: 69. 17 H : 6.37 N: 11. 97 



II 1 2 0 



1 - ( 1 



^ ^. )V - 2 — y =c ;jy y( s y_ Y — )V— 3 - ± t\> 7J 7$ =• /t 



4 - 



( 3 - fc° y /V ) £ t° ^ g ^ ^ 



I* ^ 2 6 8 - 2 7 1 °C 

7C*#*T« (C 2 6H26N 4 0-HCli It) 

f+JMil (%) C:69.87 H: 6.09 N:12.53 
i& (%) C:69.60 H: 6.20 N:12.68 

'Amm 1 2 1 



ytj - 4 - ( 3 - fc° U 2. it ) £ ± t° 9 2 ^ 
£fc 2 1 4 - 2 1 7 °C 



^ ^ 



7C 



77 



( C27H28N40-HC1 t It) 



ffjjtiiS (%) C:70.35 H: 6.34 It: 12. 15 



mm (%) 



C:70.30 H: 6.43 N:12.26 



1 2 2 

1 - (i , 5 - ^ ^ )V - 2 - 7i^^^ 1/ Y — JV - 3 — >( IV >V & 
;U) - 4- (5-^T/-2- 
S4,ft 2 3 0 - 2 3 1 °C 



7Cffl##HiI (C 28 H 2 7N50-0. 25H 2 0 t b t ) 

fH£ilS (%) C:74. 07 H: 6.10 N:15.42 



( % ) 



g3i0t| 1 2 3 



C : 73. 85 H : 6. 04 N : 15. 59 



JV ) _ 4 _ (5-Hi7^tP^f;^-2-b°!J^^) h° ^ 2 3? v 



1 8 9 
7C 5(f # *Jf ilt 



1 9 2 °C 

( C 28 H 27 F3N 4 0-HC1 t bt) 
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f+|Mi£ (%) C:63.57 H: 5.33 N:10.59 
H$Hi£ (%) C:63.39 H: 5.31 N:10.53 
J|!iSt0!l 1 2 4 

5 ^ ^ # ^ *k ^ ^ ) i - 4 - (2-b''j^/v) * ^ b° ^ g 2 v j&mm. 

14^1 6 7- 1 70^ 

7G5{f##TfilL (C 28 H3oN 4 0-HCl-0. 75H 2 0t Lt) 
f+^-fil: (%) C:68.84 H: 6.71 N:11.47 
USHit (%) C:68.64 H: 6.76 N:11.28 
10 12 5 

1-r (1.5-^^^-/^-2 - (4-^Fp7i^/H dU^-HlZ - 3 - 
^ ;v _ # /V gg ~ ;± ) 1 - 4 - ( 2 - b° y 2 JV ) * \f ^ 2 ^ ^ ^ ^ 
iSt ^ 24 7- 249 °C 

TC^^tlfftt (C 2 7H27N503-HCl-0.25H 2 Ot b-C) 
15 ff^fit (%) C:63.52 H: 5.63 N:13.72 

M'MiU (%) C:63.89 H : 5.63 N:13.48 

m&m i 2 6 

! _ r (1.5 — ^^^-^ - 2- (3 - h!) 7/l^tP^ h^^7i= /Wj 
^ y K = ^ _ 3 - ^ /i, # ,y £ E ) ] - 4 - ( 2 - b° y ^ A; ) jfr t;° ^ 

20 2 2 ^ itt §S Itt 

i^il 5 5 - 1 5 8 t 

TD^^-Wflt (C 28 H 27 F3N 4 0 2 -HCl-0. 25H 2 0i: b "C) 
fUfflS (%) C-.61.20 H: 5.23 N:10.20 
mW\iU ( % ) C : 6 1 . 2 7 H : 5.16 N : 1 0 . 2 1 
25 f ili 1 2 7 

1-r ( 1 .. 5 - v> ^ A- - 2- ( 2 - p< h_gt_klZ-£-^2D ^ K — ^ ~ 
3 _ ^ /W # A: gg - ;± ) ] - 4 - ( 2 - tf U ^ ± > ^ ^ t° ^ 7 v> V £ Bfe ^ 
1^1 81-1 8 4°C 

.7C*5>*fM (C 28 H 3 oN 4 0 2 -HCl-H 2 Ot bT) 
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10 



15 



f|-JFffl[ (%) C:66.07 H: 6.53 N:11.01 
jHfig (%) C:66.22 H: 6.42 N:10.99 



,J at m 1 2 8 



1 - (5-^fy^Pt 0 ;V-l-^f/V-2- 

^ # yl^ ~ - 4 - (2-b°'J ^^tV7^V 
^ 1 4 9 - 1 53 °C 

mftVriU (C 2 9H32N 4 0'HCl-0. 5H 2 0 t LT) 
HM-iW. (%) C:69.93 II: 6.88 N:11.25 
fj£ (%) C:69.98 H: 6.89 N:10.91 



7C 



2 



7 



!£5t#iJ 1 2 9 

l - ( 1 , 5 - i? * - 

;V ) - 4- (5-^hP-2-b°y^/V) fr^t°-<7i?y 
m M. 2 2 8 - 2 2 9 °C 



7C 



##MS (C27H27N5O3-o.25H2O.lr Lt) 

SHHIS (%) C:68.41 H: 5.84 N:14. 77 



aim (%) 



C: 68. 38 H : 5.92 N : 14. 57 



Si it $1 1 3 0 

1 - ( 1 , 5 - v^^f - 2 - 7x^/^-f y K-/^ - 3 - 

)V ) _ 4 _ ( 5 - ^ ^f- ;y t° V) ^ yl^ - 2 - ) ^_^XSL2JL^1 

20 »JS1 4 8 - 1 5 Ot 

%mtt%x\% (C 28 H30N40i: LT) 

(%) C:76.68 H: 6.89 N:12.77 



25 



a'jfls (%) 



C: 76. 73 H: 6. 99 N: 12. 79 



BJ3t0!l 1 3 1 

i-ri.5-v ? 7<^yv-2 - ( 4 - Kp#V7i^;>) -IVF 

3 _ ^ 7k # }V - ^ ] - 4 - (2-t''J^/V) 
^ 265-266 °C 

(C 2 7H 2 8N402 ^ ^ "O 



— 71- — 



- * ^ #T fifi 



7C 3? 73 



■flMil (%) C:73.61 H: 6.41 N:12.72 
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MM\& (%) C:73.43 H : 6.57 N:12.58 

m&m i 3 2 

^ ^ _ # , v & - /± 1 - 4 - ( 2 - t:° D g )V ) ^ b° ^ 2 2 V 
if* jft 1 5 9 - 1 6 0 °C 

7GiH##ffii (C 28 H 3 oN402 i: 1- "O 

ft fit (%) C:73.98 H: 6.65 N:12.33 
Hit (%) C:74.14 H: 6.81 N:12.27 
3 3 

1 - (1. 5 - ^ ^ JV - 2 - 7 >V 4 V K — ^ — 3 — 4 )\> % IV i$ ~ 

- 4 - ( 5 - -b°D v^/l-) b° ^ 2 >- 

j» j£ 2 5 6 °C 

7G###T« (C 2 6H26N 4 02 t L, X ) 

ft^fE (%) C:73.22 H : 6.14 N:13. 14 

%M\% (%) C:73.03 H: 6.20 N:13.20 
Witm 1 3 4 

1 - (i, 5--^^^;U--2-7^ — Aid! y K-^~ 3 - 

7V ) - 4 - ( 5 - b K p g£ V - 2 - fc* y 2 >V ) ft ± t° ^ Z ^ >" 

life ^ 2 4 2 °C 

TC^^^ME (C 27 H28N402 ^ I' "O 

ft #101 (o/ 0 ) C:73.61 H: 6.41 N:12. 72 

H^Hil (%) C:73.53 H: 6.52 N:12.54 
it^J 1 3 5 

i - (6 - ^ p P^y/f ry-/^ - 2 - -f - 4- (1.5-^7* 

^ JV _ 2 - 7x^;i/-f >- K — /V - 3 — ^ ;v jo ;vft ~ ;v) /J^b'^y^y 

1^ 1 7 7 - 1 7 9 °C 

TCm^^tt (C29H27CIN4OS t U) 

ftlUE (0/0) C:67.62 H: 5.28 N:10.88 
USHi (%) C:67.70 H: 5.53 N:10. 81 
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m&m i 3 e 

JU) _ 4 - (5-/Pb°^-2-b°D ^ 2: = ^ ) * f& b ° ^ 2 & ^ 
B M 1 4 8 - 1 4 9 °C 
^Sf^^ltt (C 2 gH33N 5 0i: LT) 

f+^^ (%) C:74. 49 II: 7.11 N:14.98 

MMW. (%) C:74.26 H: 7.25 N:14.85 
3 7 

1 _ (i. 5-o;^f;v-2-7i^/KyF - - 3 — >f # ;w aff ~ 
/k ) - 4- ( 4 - h 'y 7 n ^ - 2 - fc° y 5 ~ ) t° 7 

m 1 5 5 - 1 5 7 °C 

TC^^ffffi (C 27 H 26 F3N 5 0i: bT) 

f+^fl! (%) C:65.71 II: 5.31 N:14. 19 

MMiU (%) C:65.89 H: 5.47 N:14.02 
Sigi 1 3 8 

]_ . _ ( i 5 — ^ ^~ )V - 2 -7a:^;V^ V K — /w — 3 - ^ )V — 

)V tK ) - 4 - ( 2 - £ y ^vv ) ft ■=& ^ 2 ^ ^ 

B4 ^ 1 6 3 - 1 6 4 °C 

7C5fc#*fflf[ (C 3 3H32N 4 0i: UT) 

ft ^ \% (%) C:79.17 H: 6.44 N:11.19 

MMiM (%) C:78.80 H: 6.56 N:10.87 

m m m i 3 9 

1_— ( 5 - ^ ^- - 2 - Z 31 — > v ^ ^ i£ — > v — 3 - d. > v % ;V 7 $ = ,V ) ~ 

4 - ( 2 - fc° jj i? )V ) ft s< 7 i? > 
M 2 4 2 - 2 4 3 °C 

(C 26 H 26 N 4 0<>; b-C)' 

ftjMfi (%) C:76.07 H: 6.38 N:. 13.65 

(%) C:75.88 II: 6.49 N:13.46 
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10 



20 



25 



mm i 4 o 

1 - (l - 7V rig ^ ^ A- - 5 - ^ ^ ^ - 2 - 7 ^ ~ 4 ^ Y 



& 1 9 8 

7c * # m m 



2 0 4 °C 
(C 28 H 28 N 4 0 3 -0. 25H 2 0t LT) 



tfll (%) 

2B!lflt (%) 



C:71. 09 H: 6. 07 N:ll. 84 
C: 71. 12 H: 6. 14 N : 11. 96 



M&M 14 1 

1 - r 1 - (2-b KP^'>xf;H - 5 - ^ f - 2 - 7x^;^^ y 

K — ;V — 3 — ^-f # /WJn j — 4 — ( 2 - b° U 2 >± 3 
Bjftl 2 7-1 3 Ot 



7nfH##Hfi: (C28H30N4O2 £ lt) 

ft $ fit (%) C:73.98 H: 6.65 



mm (%) 
15 sii 1 4 2 
1 - r 1 - * it > v 



C:74. 04 H: 6. 84 



N : 12. 33 
N : 12. 58 



7k JV =• 7^ 1 - 4 - ( 2 - g P ^ /> ) ^ g ^ g ^ 



1 56-1 60 °C 
TC^^-^f'Hi (C 2 7H 28 N 4 0 2 -HC1'0. 75H 2 0i: It) 



th#fl£ (%) 

«!l fit ( % ) 



C:66. 11 H: 6. 27 N: 11. 42 

1 

C:66. 11 H: 6. 69 N:ll. 48 



Hi 1 4 3 

I _ ( 1 < 5 -^^f 2 -7xn/U>f y 3 - ^f /l/^^it 

^ ) - 4 - ( 5 - p< h gg- y - 2 - t° y v ± ) ^ h° ^ 2 ^ x 

,«£ 1 24-1 2 6 °C 



Ttmftffim (C 28 H 3 oN 4 0 2 t LT) 

fUfflS (%) C:73.98 H: 6.65 N:12.33 



StfilS (%) 



C:74. 15 H: 6. 76 N: 12. 39 



yiat^tj 1 4 4 
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2 - [ 4 - (1. 5-v ? ^^-/V-2-7^^/P-f^K — /\s — 3 — J /V % J> 
^' ^ ) fr^tf^^i^- 1 - >f /H fc° U V - 5 - # : 5- ± g K 

i^l 8 6 - 1. 8 8 t 
TCm^^fW (C28H29N502 ^ tt) 

f+^ffi (%) C:69. 26 H: 6.43 N:14.42 
^fflHit (%) C:69. 58 H: 6.29 N:14.44 
Ut&W 1 4 5 

j _ {• x _ ^ ^ 7 y _ 2 _ ( 2 - e v v- )v ) 4 >: K — /k - 3 - d ik % ^ & 

m & 1 3 2 - 1 3 4 °c 

^H§##Hit (C 2 5H 2 5N50t u*0 

f+^-fjt (%) C:72. 97 H: 6.12 N:17.02 

HHUfS: (%) C:73.00 H: 6.19 N:16.88 
l-[l-^^yW-2 - ( 4 - fc° y ^ ^ ) ^ V K " - 3 - ^ 7V # 7$ 

=_ ] - 4 - ( 2 - b° y i/^) g; t° 2 v; ^ 
14 ,£201-202 °c 

%\%\% (%) G:72.97 H: 6.12 N:17.02 
HMMtt (%) C:72.87 H: 6.27 N:16.82 
S aft 09 1 4 7 

l-C5-^^/^-2 - (3-^h^r->7^^/^) 4 ^ Y — )V - 3 - 4 
)V % ;V 7$ = ] - 4 - ( 2 - y v> ^ ) ^^b°^7^^ 
Ijfil 12-1 lBt 

TC^^^M (C27H28N 4 02 ^ tt), 

ft^M (%) C:73.61 H: 6.41 N:12,72 

HffiHlt (%) C:73.12 H: 6.42 N:12.43 
li^J 1 4 8 

1— [5— ^^-/W— 2 — (2-^^-^^^ — /D K — /l^ — 3 — /V — 
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a )v s ;± 1 - 4 - ( 2 - t° y /k± 3i^Jg-cL2_vi^ 

»jft2 4 3 - 2 4 5 TC 

7t3?f##T« (C 27 H28N40t It) 

fJ*3Hi! (%) C:76.39 H: 6.65 N:13.20 
5 MM Mi (%) C:76.25 H: 6.64 N:12.95 
^at^lJ 1 4 9 

1 _ [ 2 - (2-^PP7x^/l/) -5-^f/V^> , F'-/^-3-^^- 

a ^ a? =wn - 4 - ( 2 - b° y y ^ ) 45 ^ fc° ^ y H > 

1^ 2 3 7 - 2 3 8 °C 

10 7tm9r$tm (c 26 H25ClN 4 0i: Lt) 

tHHE (%) C:70.18 H: 5.68 N:12.59 

HiHlt (%) C:69.81 H: 5.69 N:12.40 
lilM'l 5 0 , 

1 - r 2 - (3-:?PP7j:=-/V) — A--3-^/^- 

15 a ^ t£ ^ /i/ 1 - 4 - ( 2 - h:". y v? A: ) fr^j^Lg-vlZ 

m & 24 1 -2 4 4 °C 

55 l{f # #T IK (C 26 H 2 5ClN 4 0-0. 4H 2 0i: L T ) 
tj-MM (%) C:69.06 H: 5.75 N:12.39 
mW\M (%) C:69.27 H: 5.53 N:12.36 

20 m&m 1 5 1 

^ /V _ g /V g - ] _ 4 - ( 2 - f y ) ^^^^^^^ 

M & 9 0 - 9 3 °C 

7G3if#tfrfiS (C 28 H 3 oN 4 02-0- 25H 2 0t It) 
25 tHHS (%) C:73.26 H: 6.70 N:12.20 
mW\W. (%) C:73. 16 H: 6. 80 N: 12. 00 

mmm i 5 2 

i -,n . 5 - ^^ - 2 - (2-^^^7ai^yw) dLkLjln - 3 — 

. a jv t> )v m ~ ± 1 - 4 - ( 2 - t° y ^ ) ^ tf ^ g 2 ^ 
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m & 9 0 - 9 6 °C 

^mftffim (C 28 H 3 oN 4 0-0. 25H 2 0t IT) 

ff-^fig (%) C:75.90 H: 6.94 N:12.64 . 

MMiU (%) C:75.86 H: 7.03 N:12.43 
Sl^i 1 5 3 

1 - [ 2 - (2-^pp^j^V^-1>5-v ? ^^/W^VK — - 3 - 4 
;V jj ;v ifs = ] - 4 - (2-b°'Jv^;P) f& fc° ^ jg 2. ^ 
m & 9 8 - 1 0 5 °C 

^*5>*T^ (C 27 H 27 ClN 4 0- 0. 25H 2 0i: Lt) 

ft ^ fit (%) C:69.97 H : 5.98 N:12.09 

lit '(%) C:70.12 H: 6.00 N:11.94 
KS^J 1 5 4 

^ # ;l< 7$ ^ ] - 4 - ( 2 - U ^/^) ± f ^< g i? ^ 
m & 1 0 1 - 1 0 4 °C 

7G*#*rH (C 27 H 27 C1N 4 0-0. 25H 2 0 t LT) 

f+^fjt (%) C:69.97 H: 5.98 N:12.09 

MMiW. (%) C:69.83 H: 5.97 N:11.93 
»Jt«l 5 5 

1 - [4 - (1. 5 — ■^^^•/V — 2— yj^^^T^K — )V — 2, - )V 

ft ^ tf ^ g j£ > - l --Y;i/]t:° 'J 3? ^ - 5 - # /l^ rjs >- m 

m & 2 5 9 t 

7t J?f # fllMil . (C 28 H 28 N 4 0 3 t IT) 

ff^'fit (o/ 0 ) C:71.78 H: 6.02 N:11.96 

% M lit (%) C:71. 69 H: 6. 14 N: 11. 95 
$^#1J 1 5 6 

1 — ( 1 — p< 5=- jV — 2 — 7 =■ /I- >f >- K — /V — 3 — /V- # ^ /]> — ^ ) — 
4 - ( 5-^hP-2-t:°P^/l/) ^jg_^jCL2_^-^ 
2 4 9 - 2 5 1 °C 
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10 



5t.m$r%t\& (C26H25N 5 03 -H 2 0i: U) 

(%) C:65.95 H: 5.57 N:14. 79 



mm (%) 

1 - (1— _g_±2k 



C:65.94 H: 5.42 N:14.68 



} y ^ )V ) 



4 - (5-^hP-2-b°U^ /U) /ft ^ ^ g V 



,S 2 1 7 - 2 1 8 t 



7C ^ 5^" #f 



(C 28 H29N5O3-0. 5H 2 0 £ Lt) 



ff^H (%) C:68.28 H: 6.14 N:14.22 



mm (%) 



C:68.47 H: 6.04 N:13.96 



m&m i 5 s 

/k ) - 4 - ( 3 - = h g - 2 - b° y JV ) ^ ^ 2 t£ V 



Hi ^ 1 8 4 °C 
15 7C ^ ^ If fit 



(C 27 H 2 7N503t LT) 



fY^-iW. (%) C:69.07 H : 5.80 



$Hit (%) 

1 5 9 



C:68.72 H: 5.89 



N : 14. 9 2 
N : 14. 79 



1- {i — ff-jv - 5 - ^ h^^ - 2 -7x^;^-Y y K- ;v - 2, - ^ ;v 
t> ;v - ;v ) - 4 - ( 5 - - h p - 2 - fc° U ;v ) ^ t:° ^ g 2 > 

& 2 0 5 °C 



20 



Tt^^^fS: (C 27 H 2 7N 5 04 i: LT) 
ft-jMtt (%) C:66.79 H: 5.60 



mm (%) 

25 Mit^lJ 1 6 0 



C:66. 48 H: 5. 69 



N : 14. 42 
N : 14. 17 



# ,y =. ;y ) - 4 - (5-^bP-2-t: , D^^) ^^^^7^^ 
& 2 4 9 °C 



7t^^4fff(t (C 26 H 24 FN 5 03-H 2 0 t U) 
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tf-HLtt (%) C:63.53 H: 5.33 N : 14. 25 
Hftlft (%) C:63.66 H: 5.02 N:14. 15 

m&m i 6 i 

5 /V ag =; ) - 4 - (5-J.bP-2-^J^V) ^^t°^7^^ 
»jS 2 4 2 t 

7c5S^*fm. (C 2 6H24BrN 5 03-0. 5H 2 0 t U) 
SHI-fit (%) C:57.47 H : 4. 64 N:12.89 
MHii (%) C:57.48 H: 4.45 N:12.72 

10 It^J 1 6 2 

1- ( 1. 6 -^^f ^-2 - 7x'^;K y - 3 - 

;V ) - 4- ( 5 - ~ h P - 2 - if ]) i/JV) ^^tX^ ^y 
Wk M 1 8 8 'C 

^Sf5>#HiI (C27H 27 N50 3 i: U) 
15 ff^fit (%) C:69.07 H: 5.80 N:14.92 

^PJiit (%) C:69.01 H: 5.78 N:14.82 
m&M 1 6 3 

1 — ( 6 — ;? P P — 1 — 2— 7 x ^/l/^ y K - 3— A- # 

/V # ^ /l^ ) - 4 - ( 5 - - h P - 2 - If y H >± ) ?]^b°^7^> 
20 H^19 9t 

f-f-^jjt (o/ 0 ) C:63.74 H: 4.94 N:14. 29 
mfilJUt (%) C :63.28 H: 4.84 N:14. 14 
iil^J 1 6 4 

25 i - (4 — ^ pp - 1 - ^ ^ - 2 -7j^^^ ^ K-;i/- 3 — 4 ;V3) 
} y tf- )V ) - 4 - (5-=hP-2-b°y^^) 4^ b°^7 
1ft jfit 1 3 9 °C 

itm^^m. (c26H24ciN5O3t.LT) 

f+IMji; (%) C:63. 74 H: 4.94 N:14. 29 
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H$!IH (%) C:63.94 H: 5.14 N:13.95 
M it #J 1 6 5 

1 - (4-^p^&'-1 2 -7x=^^ y K- ^ - 3 - -< /i- # 

^ aft ^ AO - 4 - ( 5 - ^ b p - 2 - b° y ) ^^b'^r^V 
5 1^1 6 

^sif^JHii (C 2 6H24BrN 5 0 3 ^ Lt) 

ff % jit (%) C:58.44 H : 4.53 N:13. 10 
(%) C: 58. 76 H: 4. 69 N : 12. 72 

§gj£0IJ 1 6 6 

10 1- ( 6 - ^ P ■=& — 1 — ;>< ^OV — 2 - 7 x ^ >- K — /V — 3 — )VJ3 

A,i$ — fls) - 4 - (5-^hP-2-b°y gj^_g^<_Z_vi>: 
B*204t 

7C*^tff|tt (C 2 6H24BrN 5 O3-0. 5H 2 0t b "C ) 
ff^ljl: (%) C:57.47 H: 4.64 N:12.89 
15 HSyHlC (%) C:57.67 H: 4.57 N:12.79 

m&m 16 7 

1- (7-7'P ; &-l-^f^-2-7x ^/V-^ y K-^ - 3 --^^^7 
f y ifs =■ /V ) - 4 - (5- = bP-2-f I) ^/V) ^_^L^j2l^-i£j^ 
2 5 2 t 

20 7C m # #Hl£ (C 2 6H24BrN 5 0 3 -0. 5H 2 0t L T ) 

ff^llt (%) C:57.47 H: 4.64 N:12.89 
H$Hit (%) C:57.54 H: 4.57 N:12.73 
M&M 16 8 

1- ( 6 - ^ h^-/' - 1 - ^f - 2-7x^;v^ y K-^ - 
25 7? ± ~ ;v ) - 4 - (5--fp-2-ey-^;v) ^ ^ 2 i£ >: 
Rk 1 7 3 °C 

TCm^^ff^ (C 27 H 27 N50 4 i LT) 

ff^jjt (%) C:66.79 H: 5.60 N:14. 42 
HS'Jflt (%) C:66.31 H: 5.69 N:14.16 
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$ttt0tf 1 6 9 

} yy - 4 - ( 5 - ~ h p - 2 - t° y ^ ?v ) 4i^_^j2L2-^L>: 

1^ 2 3 9 °C 
5 Ttmfttirm (C 27 H27N503-0. 5H 2 0i LT) 

IMF It (%) C:67.77 H: 5.90 N:14.63 
1^ ill IE (%) C:67.53 H: 5.79 N:14.48 

m&m i 7 o 

1 - ( i — j. g; )V — 2 - 7 ^ =■ >V A K — ?V — 3 - ± # )V ~ /k ) — 
10 4 - ( 5 - ~ b P - 2 - tf y AO afr ^fr fc° ^ 7 V 
1$ A 2 6 4 °C 

S^^tl (C 27 H27N503-0. 9ti 2 0t IT) 

IMFH (%) C:66.76 H: 5.98 N:14.42 
Hfc'JIt (%) C:67.00 H: 5.79 N:14.39 
IB W^J 1 7 1 

I - ( i - ^ y^p M° ;V — 2 — 7 ' j >- K — IV - 3 — ^ # A> tff 

^ ) - 4 - ( 5 - - j> p - 2 - \f V 2 ^ > 7 -fr ± ^° d: 2 2 ^ 
112 7 1°C 

%$^tft (C 28 H 2 9N503-0. 2H 2 0£ IT) 
20 IMF It (%) C:69.03 H: 6.08 N:14.38 
HSOIt (%) C:69.11 H: 6.17 N:14.51 
M&W 1 7 2 

1- (7-7^tP-l'-^f^-2-7i^^>f VK"^-3-^^- 
^ ~ /lQ - 4 - ( 5 - = b p ~ 2 - g U t£ >V ) ^ b° ^ g v£ ^ 
25 i,^ 2 3 4 °C 

7C*#*flt (C 26 H 24 FN 5 03-0. 7H 2 0t U) 
IMF It (%) C:64. 24 H: 5.27 N:14. 41 
HS9|t (%) C-.64.06 H: 5.14 N:14.27 

ISi 1 7 3 
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1- ( 7 — - 1 - ^f ^ - 2 - 7x=.;>>f y K 1 - )V- ?> — ^ )V — 

jp jU ~ )V ) - 4 - (5-^hP-2-t°D^;^) >fr ^fr b° ^ v> ^ 

^ 1 7 8 °C 
7t;*##Hii (C 2 7H 27 N 5 0 4 ^ 
5 . fHHK (%) C:66.79 H: 5. 61 N:14.42 

^HHii (%) C:66.70 H: 5.56 N:14.38 
M it $J 1 7 4 

1- (l, 5 - 7< ^ - 2 - 7 :x ^ ^ K — - 3 - /l- # ^ ^ ^ 

- 4 - ( 5 - * g > * ?v gj> — tk 7 % I - 2 - g y Ik ) *fr ^ tf ^ 2 

io g£ >: 

jK-£ 2 1 5 °C 

7C3^#*Jf fit (C 2 8H3lN50 3 S-0. 25H 2 0t L X ) 
tHHH[ (%) C:64.41 H: 6.08 N:13.41 
3$ MAS (%) C:64.60 II: 6.14 N:13.09 
15 Sigfll7 5 

1 _[ 1 -^^;p-2 - (4-t°i)^;v) -f ^ K — - 3 - 4 tv # ?v 

~ ^ •] _ 4 _ ( 5 - - hp-2-b°!J^^) ^fr f ^ ^ V 
g* & 2 8 1°C 

TCfff^JlHtt (C 25 H24N 6 03-0. 5H 2 0t b T ) 
20 ff^ti£.(%) C:64. 50 H: 5.41 N:18.05 

HMfil (%) C:64.32 H: 5.25 N:17.79 

17 6 

1 - [ l - pi ^ /], - 2 - ( 3 - t° ]) is ik ) d! ^ K ~ ^ - 3 ~ d. ik U ik 

-ywl-4 - (5-~hP-2-fc*V^/W afr ^fr fc° «^ ? >* 
25 I£ 2 2 9 t 

Tn^^-^lfffi (C 25 H 2 4.N 6 0 3 t It) 

H-IHHC (%) C:65.78 H: 5.30 N:18.41 
UPHfi (%) C:65.47 H: 5.47 N:18.54 
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~ ^ ! _ 4 _ ( 5 - n hp - 2-b°P v?;M Tj^h 0 -^^^^ 
11 2 3 

7c3f##flt (C 2 5H 2 4N603-0. 5H 2 0 It ) 
5 fHHit (%) C:64.50 H: 5.41 N:18.05 
mMW. (%) C:64.65 H: 5.29 N:18.26 

1 - ( l . 5 - i? * =5- JV - 2 - 7 ^ E > v d \L K n ~ 3 ~ d it % it $± =■ 

/yj - 4 - ( 5 - # >v sg ^ b - 2 - fc° y ) g5_g_KrL2-£>: 

10 n j£ 2 0 2 °C 

5G*##HiI (C 2 9H 3 oN403-0. 2H 2 0£ U-C) 

fj-^fit (%) C:71.64 H: 6.30 N:11.52 
■ HSUtt (%) C:71.66 H: 6.24 N:11.48 
$SJ3£#!J 1 7 9 



15 1 - ( 5 — ^ P P - 1 - ^ ^ - 2 - ^ ^ — /W^T ^ K ~ /V- - 3 - ^7 
;P aft ) - 4 - ( 5 - ~ h P - 2 - fc° V v> )V ) ^° ^ 2 ^ > 

M & 2 5 7 °C 

^H^tfrfii (C 2 6H24C1N503-H 2 0t It) 

frHH6-(%) C:61.48 H: 5.16 N:13.79 
20 III (%) C:61. 53 H: 4. 80 N: 13. 71 

fit if 09 1 8 0 

1 - ( 1 . 5 - ^ f; /^ - 2 - 7 s — ^ ^ K — ^ - 3 - d ^ — 

>j - 4- (5-7tf;U7^7-2-l:'l)t/^) /ft t° y v> 
2 7 7 t 

25 ?i.mfr$tm ( C 2 gH 31N5O2 ' 0. 25H 2 0 ^ L "C ) 

ff % fit (%) C:71.66 H: 6.53 N:14. 41 
(%) C:71.90 H: 6.62 N: 14. 19 

gift #1 1 8 1 

1 - ( 1 . 5 - Z? * ± ; ± ~ 2 ~ 7 g ~ S± d ^ H — ^ ~ 3 ~ 4 ?V gf = 
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JV ) - 4 - (6-^^f/^7$y-2-^^^^) M° ^ y is > 

Witi 1 7 8 °C 

> E I - M S m/z: 4 6 7 [M] + 

$£at$J 1 8 2 

1- (1,5 -^^ f - 2 -7j^^^ y K" — 3 — 4 /I* % /istf — 
JV ) - 4- (4-^f^-5-^FP-2-blv/^) ^^tV7^V 

iS* 2 2 2 °C 

J£-r^-^EI-MS m/z: 483 [M] + 
gjjgflj 1 8 3 

2 _ & — j? * ;V — 2 - 7 i ^/K V F"/V - 3 - ^ /^/^'^ 

/U ) _ 4 _ ( 5 -$?x^;U7 ^ / = 2 - !J ^/^) ± t° ^ 

9 3? V 

2 0 4 t 

IR (KBr): 1 5 8 7, 1333, 1161c m" 1 

^mm i 

jviL Thv-l fei^H^:? y U±M±M£E 

$L Thy-1 fcttfcWifcfi, ^ ^ !> A»©II 6 t UT#^Ei~ a 

Thy-i #cm^ ^axtett-rstftffcasfijfcb-cfi* a^^^w^^^vv-efeSo - 

«tttJ»3E^»*fottS." t hrofiH4*3»<*:W^K)«t A/^fS, * if A flu 

Jte©H>»^^Sf^^0*^#!*^i"S**tt*1*#1?lfe^&S^^ .fit Thy-1 $n; 

s £ s fA/k &tL*CVNS (-Y ->-if 3r (Ishizaki) £>, Acta. Pathol. Jpn. » 36. 
1191 (1986)) o 

7 y h ( 1 i¥ 7 EE) SrfflV>fc„ 

(2) ^ttfft 

♦ #C Thy-1 fctfr^ftMK 
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t£#CDtfs»l*tfrtea>-'f ^ * (Ishizaki) b©^"?i^2pC-Cfirofc 0 

skm m Thy-i mm £#7c 0 

StS 0 <t 9 «®^(£5t»$e(lmg/ml)£r9 s> h OftfilOOgfcfc "9 lmlOtg-^*"?, 
J: Ltlt 3t^il^C^^ffi^-C#i|ai^^* I t I ^*^frl^^lB^ ( if ^ ? A «B 

l 
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MM& 104. 3 ±3. 3 




ill 90. 3±2. 2 * 



&M3 3 88. 5±3. 7 ** 




4 87. 1±5.7 ** 



4 8 89. 2±3. 1 * 




67.25l@-?#>£ 0 ) 
*:P<0. 05> **:P<0. 01 



ttR3lg4to<PAfflffi£r 300 mg/kg ©S-^ft'CSPS-^b, — iHW^ 
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5 



10 



15 



fajj 1 ^80mg Pf 3 
H -ir A- P — * 

ft&Jj 1 ^80mg * 



5. Omg 
46. 6mg 
24. Omg 
4. Omg 
0. 4mg 



mm 3 3 (Dit^m 



5. Omg 
46. 6mg 
24. Omg 
4. Omg 
0. 4mg 



m §t _h (D w m n m tt 



20 LT^fr 
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ft * (D $5 IS 




ft7P-^7/^;^it (*^^7!)-;i'7/^;K7)7!JwW, 7U- 

R 3 , R\ R 5 &^R 6 W:, l^-Xtt^^o-C, 7k^, ^p^V, t K.P*^, 
R 8 te, T/l-^K ^P7/l/^/K 7^, 7D-/K 5^ $5 it ft 3U3T 
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T U — A" TA' ^ A' x T*>VK 7V1" A' -rt' Jfc — Xtt7!i-^^^*:^^^ 

(*»^5 7 U -;v7^^^©7 U - /v|S^, St/7 !J -yv^;V*=;v©7 

2. &C7>3; [1 a] X*$kiStlZ>it&mX»1b^X s fr(D (A) Xtt (B) 



o 




CO— R 17 



12 



Cla] 



R*\ R 14 N R 15 &t/R 16 fi, Pl-XttS^ot, AD^y, t Kp^ 

7;v^^7^/s 7 U -^7;H/K iXT / N Xtt^fP^rSto R x \ 
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R 17 {£, &<D5£ [2] Xm&tlZ>M%:3t1r 0 



(CH 2 )p 

' { 
N— 



(O)m 




C2) 



(0)n 



(B) R 11 te N 7Rf^ T/i^yK ^p7;v^;K t Kp^^T/v^^, ^7/i^ 



, Xli7^^7;^/H: 



1- (/5*§7y-^7^^©7!)-;^^, st^*^ 

1 ~ 3l@<7>|^-Xte^ft3, ap^>, T7^7K APT/l'^/K T 



af--> N tKP 



R 



13 



R 



14 



16 



R 
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~>X }•£ =$- V \y is* * V £ fl^fifc L X V ^ X t J: V ^ 




C3] 



(DT ]) — JV^ftfe^^v ^f^X^T^^^XU^^ftX^^X h <£ V\ ) ^^i~ 0 

3. (A) <Z>#-£--t?& "9 > R^TVl^^-efo >9 , R 12 /J^ ^->v {ti*frZ>7 

4. (B) <D^-3--C&> <9 , R u ^T^^r^-Cfo "9 s R 12 J&* 7 x =/V (^^5 7 

v^*>J:l>o ) -T? 6 if * JS 2 IE ifc <£> T 5 K«t*#* Xtet (DM^tf)Kf?m £ 

5. (A) <D#^-?£> 9 , R u tfTJls*/l>>X&<9, R 1Z &7 ^-/^Xfr 9 > 

20 5£ ( 2 a ] -e^ $ tb^S 

R 18 . 




[2a] 
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/v — 3 — -y A' yv. 

;V — 3 — -Y 'JV % JV 

3 — -Y jo )Vi$ =- 
;V) _ 4 - (5--bO-2-t°!)^^) t 0 ^?^^, 

(4) 1— ( 1 — * — 2 — 7 ji — yk -Y V K — /V — 3 — 4 ju % 7$ ~ 

(5) l - (l, 5, 6-h!)^f^-2-7x^;v^yK-/v-3-f 

/V * yl- # ~ ^ ) - 4 - ( 4 - tf V & JV ) 

( 6 ) ! _ ( i — ^ f 2 -7x=.;V^f V K - yl> — 3 — yv ;& yv tf? 
/U) - 4 - ( 2 - tf y JV ) fc° ^ 9 i? ^ > 

xj* yW ) - 4 - ( 4 - tf y ^ yV ) tf ^ 7 v> > > 

(8) 1 - ( 1 , 5 —i? ft- ft* — 2 - 7x^;i^f K — — 3 — -Y yv # yv 

# n /V ) - 4- ( 5 - ^ h P - 2 - t° y ^ ) tf ^ 5* ^ ^ > 

(9) l - ( 1 , 5 - * =5- A- — 2 — ~7 m = -Y ^ K — ^ - 3 — -Y yv 13 /V 
tf? = yk) - 4- ( 2 — t° y ^/I^) Jfc^tf'*?-^^, 

(10) 1— (1 - ^f;l/-2-7i=^'f>K-^-3-'f = 
;V) - 4 - ( 3 - tf y ^ yV ) aft * tf ^ 9 ^ >" s 

(11) l - {i,5-iy^^-^-2-y^=-;v^iyY — — a — 4 A* ti 

i$~;l>) - 4 - ( 3 - tf y ) # ■=& tf ^ 9 v> V , 

(12) 1 - (1, 5 - i/^f /I/- 2 - 7x- yv -Y v K — yi> — 3 -■ -Y yv # yw 
tf5 - /V ) - 4 - ( 5 - = b P - 2 - tf y v> ) ^ * tf 9 >- > 

(13) 1 - (1, 5 - * ^ yl' — 2 -7xsA'Y X 3 - Y^*> 

^ _ ;V ) _ 4 - ( 5 - /. $ -y ^ >v its =. yw T 5 / - 2 - tf y yv ) i£ * tf 



(1) 1- (1, 5 - ^y^- 2 - 7 31 —tv 4 z/ K — 
= /V ) - 4 - ( 2 - tf y yu ) tf ^ 7 *J ^ x 

(2) l- (l, 5-v ? ^^yv-2-7m^yix-r^K — 

# = - 4 - ( 3 - tf y v> yV ) tf -< 9 ^ >- > 

(3) l- (l— ^ yv - 2 — 7 x ^ ^ Y y K - yv- — 
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(14) 1 - [1 , 5 — *?* S J-?V — 2 - 7 a =■ fV >f V K — A> - 3 - A /V j3 ;V 
^ ;V ) - 4 - (5-7tf/V7W-2-t s !)v?/V) # * t° ^ 9 ^ > 

(15) N — (endo- 8 - * ^ /V - 8 - X if tf > ^ P [3. 2. 1 ] ^ ^ 
5 ^_ 3 _^ /V .) - 1 , 5-v ? ^^^-2-7^^/^-<>'K-/V-3-^ 

(16) N — (endo- 8 - * =$~ ?\> - 8 - T if \f */ # O [3. 2. 1 ] * ^ 
^ _ 3 _ ^ ^ ) - 5 - ^ hdf-^ - 1 - ^f ^ - 2 - 7x=;W/f JV — 

3-^7/^^^rif^K, 
0 (17) N — (endo- 8 - * <3~ JV - 8 - T if tf %/ 9 u [3. 2. 1 ] * ? 

# _ 3 _ /V ) - i , 6-^^f;v-2-7x-/My K- - 3 - # 

/V ^ * if ^ K o 
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